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(57) Abstract 

Compounds of general formula (I) or salts thereof, useful as the active ingredient for appetite regulating agents efficacious for 
neuropeptide Y-related diseases, hyperphagia or the like wherein A is a five- to seven-membered hydrocarbon ring; L is -NR 3 -CO-, 
-CO-NR 3 -, or the like (wherein R 3 is hydrogen, lower alkyl, or lower acyl); M is a connective alkylene group (wherein the carbon atoms 
constituting the carbon chain may be each replaced by nitrogen, oxygen, or the like); X is -S-, -0-, -NR 4 -, -NR 5 -CO-, a single bond, or the 
like (wherein R 4 and R 5 are each hydrogen, lower alkyl, or the like); Y is alkyl, aryl, amino, an aromatic heterocyclic group, or the like; R 1 is 
lower alkyl, lower alkenyl, lower alkynyl, or lower acyl; and R 21 , R 22 and R 23 are each hydrogen, hydroxyl, lower alkyl, or the like. 
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#^7^ FY (J£TF, *WfflW\z&^T TNPYJ tmtWi&tffcZo) 36 
7 5/i*6&5^f FT* 0 , 1982 *E£&tc5 «fc 0 79mfr$®&TW& 
$tlfc (Nature), 296 #. 659 H (1982 *)] . NPY te, 

— ^EWCDfflRUt*^ pancreatic polypeptide (PP) 7?5 U— KRf*^* 1 

MT«fc£ns pancreatic polypeptide (PP) £fgfcW©ft#M«T*g£ 
£tt3 pept ide YY (PYY) fctlT^S. ZflS PP 7 7 3 U -<Dl7? F te£T 

36 «©75 (c-*«) ©rwdts y»K*ra*a 

<-^#$tlT^30, C-*^ (36#g©73/g£:Y36) te£T^n-»Tfc 

ACTH • ^ K hntf>^m^Jl' ; &> ■ )VJ"fVv i/ytzEO-fcfr^yoiftmfflM 
fc££H#l/TV>*. NPY £K£rtfc»ttfi#-r*£, inSC^fflKI^T 
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E»aof-f >^'j>fitttt&»fS"ra^i:^»6nT^s. Mourn* 

#^©H3g14iP^bTV^ 0 NPY <D*IBi9:#ttjfiiffJR»*3l#iB^b, 

x tf * 7 u > * £-r a ffi © jfiiflfRtt t)K ©fius * issrr * - 1 **» e> nt v> 

-5 K ^->3^^' v-v— ^•;U-^"7-^* y> <>"X'i' — (International journal 
of obesity), 19 #, 517 M (1995 ^) ; x> H 7 U /" nv- (Endocrinology) . 
133 #, 1753 H (1993 50 ; 7<JtV • - ' 7 7~73Dy 

-(British Journal of Pharmacology), 95 #, 419 H (1988 ^) ]. 

NPY ©«Htt+ffiXtt5|clB»ili^^#ffi"r* NPY © Y m&&ftt&GirZ Z. t 
fC<fcf3f6^$n*. NPY £gff£LT^£TK:<!>fc< <ht> 6 mM<D*t"79'1'7ifi 
mmZtlT&Q. Y3 ^^^^-©jteW^^nT^^.. Yl tt**U£*n-x> 
^Sttfc£Sfln?» D [7x77 • U*- (FEBS Lett. ) > 271 #, 81 H (1990 ] , 

+*gT», ;MH&H-«£-S«ff££K:##l'T:fctK St*ffT©*£#jmi 

Y2 g^fftt, Yl 3£ff <h«S&£g£ff £ LTftMZtlTttzm 

fflfito D , IgfM$ntf©M«t^of: [5?^-^ • ^7 r • A'-f 
tnyM-nxfU-O. Biol. Chem.), 270^, 22661 K (1995 ^) ]. Z 

<Dgi®ft<D%m®mz&zm-v& o , mzjzm&n • m • stiff & u 

<5#, SflE, $£«e^«¥ll3nT^fcV>. Y4g£ff«, khYlg^ffcDNA 
^7o-7<i: UT^ffi^n, Jte^^mBtStlT^S [S^-*^ • *7 • * 
ny*Jl/-^Xh'J-(J. Biol. Chen), 270 26762 H (1995 50 ]. 5fiS 
MM • ttJH • ME • /MilC^SWT* 0 , IS • KM ■ M • &R • RR 

^M^e>,Yl^fflCifi^U^>K»tt^#L,,^ff»^»-r^S'J©NPY 
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&®WV724Zff)mWr?mzfttt%Z.£tfmtZnT^1ttf> Gerald &«, 
y y h^TSE cDNA 7f 7 y U -^6St«it5 Y5 u--y? 
fcfi£5&bfcWH'3 L *- (Nature), 382 ^, 168 H (1996 ^) ]. Y5 %®mt, m 
<D NPY ©ffi^tt** mUTt&<, fgSSBftttKOfcfcTfiBKISflSft 

T£D, hn-^fcSfcH-S-bT^*. Y6S§fftt^^^T©*l.tti 

£*U fchTttttit^ibT«1l&b"0>fcV>. 

ZinS®Y3!§§#fc#bT8i*H3:£Wb, £©§^#K:#bT7:*-7. NX 
tt7>^^htttfffit-5iIH NPY ©ftUfl»3S&IIJ(rr*3:£tf*T?* 

tfflMttf5[hI/> K-f>-77-"730^'U , 'fx>7 (Trends in 
Pharmacological Sciences), 15 #> 153 H (1994 ]. 

mz, NPYS«#O^^OY5S$# (^T> rNPY/Y5§^#J ^Ef 
&S) K#bTMftlft$!*n&£WTS$>«te> NPY/YSSSfr^H-^-rs^ftO^ 

^ t> b t ^ s n i ^ <=> , m^M-k^mm^u e o-k'&^mtz a <dm 

NPY A 5 £&ft£n- Hi-«3tfi^t*©«JftK:MbT»4, *H4#fF 5, 602. 024 
^, BBR^H W096/16542 ^fg, BOIS&H W096/46250 ^iCH^^tlTl^. 

NPY/Y5 3*#fctfT*tttt»fcbTH\ BS&n W097/19682 ^{cte7'J-;V 
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x;i/*>7s fm^^7 7S k&#&> mm&m W097/20820 mn&m 

W097/20821 ^ BI^&iiW097/20822 ^ RZSm^&m W097/20823 ^ICte*^/ 

u >mm&. m^&m W098/35944 ^Rum^m W098/35957 ^ic&ts mm 
it. mn&m W098/40356 ^ tc«r 5 y k° u v >mm&, mm/Am wo98/24768 ^ 

m^Sjkffi W098/25907 WO98/25908 ^, Rltmmteffl W098/27063 

nrv^o vfrLtztfz. z\n*<D^mm\z\$ifm\(Dik£m\z®%^fcm\zffl 

^h^mh^nx^U^o n^MW099/27965-^{C« 4 NPY/Y5g£ft^ 

^mo-m^.{i)xit-m^(n)-vm^n^it^mtmmmzmmr^>i\:^ 

mt\sX\$, VkmW&Wl EP882726 W098/01417 H^&$! 

W097/40017 8-301846 m&m, 54-017932 ^f&$8> ItFJBS 

48-054061 -^^H^WW095/04720^*^^S#I^ 1, 299, 577^M», 
BI^^W092/15590 ^ mffi&m W098/06717 ^, ffl^^ W094/14773 ^, *H 

^ 3, m4w^wfflWfc^\z^m2nT^%<k£®zmfzz\ttfT*%z>oLfr 
LUtf*>. z.nt><Dvmm\z\z, ^n?nffl*2ntz4t&®<Dmmmftm\z^> 
^T\t±<mM2nT&*>?. &tz. x*%wmt>t)mtz\zMmistzit%m\zm 
ittt ft^wm\zm*h7m.hztr(;^tz^ 0 

*mw-&ftm)r%znzit£®tmmmzmm?%it&m*. m 

I^^W098/11895 ^, m&s&m W098/06402 gMNfttf&BH EP746962 *E 
SffF5, 708, \Zmmmm^mnm,UA,^mmmm^^XSC. R. Heb. Seances 
Acad. Sic. IS, 251 2728 H, I960 *?, J. Phamacol. Exptl. Therap. 99 

450 h, imsfizimznx^Zo b^L&#e>, ^nb©T(jff#i(c«, * 
fg^©{t£-#i, &£zt^(Dm%faftm\z^^TimzmfcM\zm*bfF®bz 
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5m TA/ri*/u, **fc£®*ffittgSfc, IE*t£. tHBft, Xli 

(I) T*3ftS*r«fl:£tta< NPY ggflcfc** LTiPn^W LT£ CU NPY Offrfl 
58S*HMrr<&ff ffl ^tlt^SuiSlHi l/fc. *3tTBO-«SC (IV) 



CiS*. Ate 5-7 JtOfttoRSIIS (Sjt±fcte7K$S, ®»7^^r^S, <£»7 

LfcL -NR 3 -C(K -CO-NR 3 -, -NR 3 -CS-, -CS-NR 3 -, -NR 3 -S0 2 -> &tf-S0 2 -NR 3 - (5£*, 

5 



R' 



,21 




(I) 



WO 00/63171 PCT/JP00/02573 

ttttfift7">^*ttlXtt.2ffl«±0«lftai*WUTViT«>«kVi) frbfrzmfr 

Mte^mgc 2-10 i©7^ >mt&m mrii* v >m'&%\$ i x\t 2 ra± 

©1Il«£WbWrfc«fc<, K7;l/*U>g*§S0&*££«J£1"*&*]£ : ?' 
3-8 fl©*>£ D7;^I/>*TB*l$nT^T : fo , It^JITOMT^ 
2ffla±©BSlS*WLT^T i b<kVi] SwU £fdXL#-NR 3 -CO-£^T*!£ 

Xtt-S-, -0-, -NR 4 -, -NR 5 -C(K -NR 5 -CS-, Rtf-NR 5 -S0 2 - (5$+, RMizKSSISCT, 
TJl'+JH, Xttfil»7'>;HSSl, St7MibSXttRfi»7'>;Vitt 1 X 

M #ltMg£ £ ^T^-a tC « X te-NR 4 - £ ^ L (fc/fb^Oii^Kfc^T R" 
tt#?RIgC^Xte7;WPg£jSU R7;W+;WStt58*itS^TViT ! b«t<. 
lXtt2fl»±©«SlSSWbTV>T%)«kV>), A**^>-tf>S**T«^Htt. 
Xte±fE-NR 5 -C(K -NR 5 -CS-, &tf-NR 5 -SO r R 5 te±fE£|iW?&5) 

Ytt&SSft 1-20 107^^1 (87;WWXttai«jgS^T^Tt)J:^), 

^miS6-i2<@o7U-;^75ys>^^i-8iscD^y7;wv7^ys, 

2-16 fi©5?7;Mr;U75 /S, 0tl§2&4~8 <1071f n7)V*)V&* 

*7.*u;i/S, ^ngc l-siHM^JWi^T^UJi/S. mH$c2~i6<1£>v 

6>^S»*^aitfn*flliftS (±E©Stt£ St 1 Xte2fflJ£U:©tt&S£WL 
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fl«±©^-TO«^ SIWdiaSJK^ t LT^/uWT t> J: < . SLtlc l Xtt 2 <iJ^ 
R 1 »tt»7^+JH. fiS7J^-iH, M7;l/+n;US, R0!fil7yJ« 

r 2 ', r 22 , r 23 tt^n^natftK**®^ tk^s, <ft»7;w*^a. 

SStftlSg&S (g«$XkUX«2TO±0©&a£WLTV>Tfcck^) * 
Att5~7g©«fczK*3iUI m±\z\*im&. WkT)V*)Vm. ISi7yiH< 

fia7i^^i/i, RtfAny>jK^ satfns 1 x\z2®&>±<d 

©mS^WtT^ct<> «l£»7;i/^;U»» «fc«7->;i'£, X«SNE*R7;H: 

^v-S«lX«2TO±©e^S$rWbTViT : bcl:^) ; 

Ltt, -NR 3 -C(K -CO-NR 3 -, -NR 3 -CS-, -CS-NR 3 -, -NR 3 -S0 2 -, Rtf-S0 r NR 3 - (5$*, 

ttKffi»7S/;PSHlXtt2eJK±©SJftS*WbTViTfe<fc^) 

M«^3S» 2-10 ffl©7;Mr 1/ >S^S [K7;U* U>aSSXtt 1XH2 

3-8 M©~>* □ 7JU*l'>£Tfiifc$nT^T*>«fc < > K^HI£TO{£$7;1^ 
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Xte-S-, -(K -NR 4 -, -NR 5 -C0-, -NR 5 -CS-, &tf-NR 5 -S0 2 - (I**. VRtftfte* 

*)vmx\z&i&®LTis)vmz 1 x& 2 mtA±v>mmmz%LT^Tb& < , r 4 \z 
-nr 5 -so 2 - i*\z±tztmmx$>z>) bmunzmzm*^ ; 

e>tc 1 x\z2mu±<Dmmm*GLT^T$>£< . r 5 <hig£LTgi£0j&L 

R'iiii7^j«, mcrfr'T-)^ &m7)i*~)im* RUi&m7^)vm 

r 21 , r 22 , r" K^nznnmzKMW^. ®m7)v*)i&> &wcr 
is)im. ^.rnrjvzi^^ j\u?>m?. 7$;m, *;&m7)i*)\<7$; 

i?mk7)v*)V7$.;m, ii7y;v7 = ;s, s.^75 vmfrztzzmfr 
t>m\fnz>mmm mwWkMteix\z2m&>.t<DW&&z%vx^xib£^) z 

±.B<Dft£V^Wl%fi\z&^X, A#TfS<Z)5£(IaK (lb), Xte(Ic) : 



8 



WO 00/63171 



PCT/JP00/02573 



<x a a 

(la) (lb) (Ic) 

#£L^o Sfc, ^6»lC»^bV^#iCcktl^ L^-NR 3 -C0-T^D, X^-NR 5 -C0- 
X«-NR 5 -S0 2 -T^5±fS-^iC(I) T«$n^{k^#JX«^-CD^ ; RtfLrf 
-C0-NR 3 -T& K). X^-NR 5 -C0-X«-NR 5 -S0 2 -T^^±I2-^^: (I) TS£n3ft£ 

(XXI) : 
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r 102 «7K^^xtt^^ i ~2o m<D7)i'*)v& (M7)v*)vm-mmik*% 

R ,03 ^^^l~20 fKD7;WWS (R7;WPStt5R*ig*^A/TV>T'fe«J; 

R 104 , r 105 , r 106 tttn^ertm&zTkmm?* M7;mr;ps, js^ 

fr&Stfn*B&£ (sgKMS«lX«2fiJW±(7)«^S?:WLTViTt>J;Vi) 
H©56WOjfSUViJR«k:±n«» A"j&*TiB©-jKs£(Iah (lb), Xtt(Ic) : 



»*^atfn* ix«2TO±<7)e^s$rWLT^T : bci;<, m&ffli7)i*)vm 
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±EHRa (xxi) T&ztizik&wxtezoi&oz e> cff * u>tt*fc *ntt, 
uWL=fr & i x\t 2 m&h^r zmm&* 1x112 fla±#-r*7;w*;p*"c*a 

±fB-^^(XXI)T^$n^)^^X«^om;R 103 ^T7;i'+;^±Ott^« 

»7;v+;i'X;p*zi;P7^ y 7;m*~>g, i£^7;^;u*;w#-^75 / 7;p 

-;i/75;7M;^s. fh7*;'JjH, hU77u;ws, >r 5^/u;ps> 
kusws, t;i/^u-;w«, ^;u*uys, ^^i/^u/s, ^7y;«, 

tr^7^-;p», tf^USVS, hf^U^-;US, knUv-JPS, MJ71/U 

«5£ (xxi) T*sn*fc£#^«-©^» 

£T S^fi^i: £ & £ JBfifc-r SSI#Te©-jK5£ (XXI I) : 



CsS*, Xte-CH 2 -, -(K -S-, -NIK Xte-NR 108 - [5£+, R 108 tt««7;P+^S, 
{£i^7S/^S, 7x-;US, Xtt^xa^S (»«3R7JP*J1/*, »7y^ 
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8, i7i-M. X}ilAfaiI(ilXtt2i^±©Iil^tbT^Tfe 
<fcl^) ^tfT] £^b ; 
n \Z 1—4 ©Sic£*b ; 

b ; 

ns<k^«xtt-toia ; £tf x #-ch 2 -, -o-> xte-s--e&3±iSHK5j;(xxi)T 
±E-*i(i)-rssn5ft^«ixs^©fitt npy g«flct#braiDtt*# 

bT£ 0 , W NPY/Y5 g^ft© U #> b* <h bT^ffl U NPY ©tfUflfjSS&iSIfi&'r 
M4T5«S, DfrttNPY/Y5 S*#«««*f *««OfBRtf/Xtti&fitt 

*satfns*«®«J8, «*ow»^i*i?*oT, ±c-»scd)-c«sn*ft 
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c^4>, a ' « 5-7 «8±ctt*»s, «»7;i^;w&, mm 

d^s«n*ixtt2fi£Ji±oB8is*wbTt>«fc<» m<&.m7)v*)im. m& 

L ' tt, -NR 63 -C(K -CO-NR 63 -. -NR 63 -CS-> -CS-NR 63 -, -NR 63 -S0 r , &tf-S0 2 -NR 63 - 

Q\$7)\s*)V&. 7)Mr-)l&* 7)V*-)l>m, 7)l>*)l7)Vr~)VM. i/tu 
7)l*)VM, 7)V^)V^^a7)V^r)V7)V^)VM. ^fniS, 7 

)V^-)V=yi7U7)V^)V^ i/^U7)V^r)V7)V^r)Vm. &Zf7)l>*)V71? □ 

7;u*;ugfr 5fc*#^5£tfft£B££ (Ktt&Ste 1 x« 2 to±(ab&s 

£WbWCt>J;W ^b ; 



,51 




(IV) 
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Lt^-NR 3 -C(K -NR 3 -CS-. Xti-NR 3 -S0 2 -T$> 0 » X#-NR 5 -C(K -NR 5 -CS-, Xtt 

-nr 5 -so 2 -t^^-^^: (i) (Dit^om^m 

HRSSCO : 

R 21 

V,N0 2 

GrTr 22 (v) 

(5*+, a, r 2 ', r 2 ^ R 2J «wieii^^T*§) T&t>ztizfc&mt-tit 

5S:R'X' R^iitufeilMT&D, X 1 «MS£^-r) TfSSWft^i 




(VI) 



a, r\ r 2 \ r 22 , i"\zmztmm-v$>z>) -e^zftzik&wzm&'rz 

±BR*KU5V>TJfl^* R'X'cdMS X'<hLT«. Any>Hf, hyJH> 
&n&i#Kllte£n&^\ 0J*J^ 7-th- MJJK fh7kFn77>, v 
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(VII) 



(a*, a, r 1 , r 21 , r 22 , R 23 «tfffB<i:i5iaTS^) T^nsit^K^rrs 

^t.-^^(VII)T«$n^{t;^i-^^;:X 2 -M-N(R 5 ) (X 3 ) (it*,! 2 te-COOH, 
-COCK -CSCK Xtt-S0 2 Cl £t*U X 3 «75 7 &HS£^U M&tf R 5 &MfB<i: 

\Z\t. X 2 #-C00H<Z)J§£KkK 5i»Ott#fe» #JxJfDCC^£\ DCC/HOBtS, WSC 
CDI Xtt DPPA fcfc£*«&/in?#S7^ DCC DCC/HOBt 
XttWSCi£#0jp*U^. £fc> X 2 #-COCK -CSCK XH-S0,C1 

^r-20 < c~ioor-rfeD, $f*u<«o , c~^-e$.5o s^wttii* io#~ 
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3 B fflT*$) Sf * L < « 1 Bf l» £ 1 B WT**. 

X 3 ©75 /§lltbtH m*(D$mmmm-C%Z>i)n&mZ. Protective 
Groups in Organic Synthesis, T.W.Greene, John Wiley & Sons, Inc., 1981 & 

©^SSSfflT^S. WAfc£, Boc tt»®3?tf*lJ->*l9u hU7;P 

tfnHM*fcm>*#8s#»*bV>. EJSfi&te, ffl#-20t:~50 < C-z:&rK »S 
L<te-20'C~^MT&3. &J&B#fTOiI3t 10 #~3 BP^T&O, #i:l<<« 
30$m^£3P#|ire&5. 
R 3 fl***!^^®*^ (VII) T?«ft*fc£*l£--IS5£ : R 3 X' (R 3 

-COCK -CSCK -S0 2 C1 £t*U Y«MfB<i:|l|^T&5] T&hStlSfc'&fcltffi 

c t icck 0 -irss (i) "easna^«is«3fi-r* - 

1**5* -H&iS : X 2 -M-X-Y (5£f, X 2 , M, X, RTfiY \*Wl& tmmx&Z) ifiX 

^m%t£m£\z. -hKiS (vi i) (Dit&w t -ma. : x 2 -m-x-y tzm&L, 

-$5£ (I) O^^tl(L^-NR 3 -C0-,-NR 3 -CS-, Xte-NR 3 -S0 r T& D , X#-NR 5 -C0-> 
-NR 5 -CS-> X&-NR 5 -S0 2 -T&3) SUSCt^TtS. Sfc, ±IHOfijiffitt, 

L" ^-NR 63 -C0-, -NR 63 -CS-. X«-NR 63 -S0 2 --e$> 0 > Q #7JMr;U£. 7)llr-)V&, 
7)l*-)Vm* 7)V*)17)V*-)V&* z/#n7)V*)V&. 7)V*)Vi/#u7)V 
*)17))/*)VM, 7U-;WS, AfDil, 7JP^y^D7J^JPS, v^P 
7fr3r)V7)V*)V&, mf7)V*)V7^is?U7)V*)Vm^%t£Z>Mfrt>WUtl 
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-#5£ (iv) n%-2nzik&®<Dmm%m 

(m)-C%2tlZ>it£y)t-%i$, : X 2 -Q X 2 ttM!B<h[5]irr&3) 
<$Hig&3> 

L^-CO-NR 3 -, X#-NR S -C(K -NR 5 -CS-, X^NR 5 -S0 2 -T&3--)K (I) T^Sns 
-jRSC(VIII) : 



(3£*> A, R 21 , R 22 > R 23 ^fB£|WIir?&S) T^^ns^^fi 



c^4»> a, R 1 , r 21 , r z2 > Rz$R u \zmmtmmT*&z>) •vmznzit&mzmm 




(VIII) 




(IX) 
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R 21 O 
R 1 ^ 

ji#-20 c C-100 , C-r^O, #£L<te 0T:~^&T*&&o RfSISMttil* 10 5> 
— 3 B iw-efc 0 , b < tt 1 P#IHW> e> 1 0 MT»«. 
^fC-^(X)(D^#Ii-^:HR 3 N-M-NR 5 X 3 (5£*. X 3 , M, R 3 , R s tt 

«^SiSk:tt±Ek:«f!l*bfca#0«^jS*ffl^*Jii:*«Tr€r**«, dcc ffi^x 

BDCC/HOBt&T&WSbVi. ffiflf-2(TC~10(rC-Cfc9» 
$FSU<«0'C~MT**. SJS^P^ttiiS 10#~3 HPbIT&D, »*L<tt 

-20t;~^MT-&5o MJcWlteil^ 10#~3 BP B 1T&D> »*U<tt30^Pa 

mmz, #enfc^#»<£-^:x 4 -Y (a*, x 4 «-cooh, -cock -cscl x 
«-so 2 ci£^u YUMsa^PiftTft*) Tmfrznzik&mtm&tzz&z 
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±!E#«jti£K:HUT , -«5t : R 3 HN-M-X-Y (it*, R 3 , M, X, YteMffii: 
ffl«T&«S) <0<t£«»£lffi£U -«a(I)©ft^« ( L ifi -C0-NR 3 -T& D , X 
tfi -NR 3 -C(K -NR 3 -CS-, X«-NR 3 -S0 r T*&3) Z t$>T°t%o 

tt, iiSODCCtt^ DCC/HOBtiiU XteWSC SSIfflT^^t^T-f 5, RJftiS 
ffitt, MS-20 C C-100'CT^D> «FSU<ttO'C~£i&T&5. £j£W B 1te@3t 
10#~3 #£L<telP3We> 1 ±f2SitM 



(5£*, A, R\ R 21 , R 22 , £tf R 23 «fiifB<hMT;fc3) Tg^nSTJPfkKS 

x\tm*<D-~MLmtzWLiffi&*m^z>zttfx%%rf, r-th 

<Mi£&4> 

L'^-CO-NR'^TSD, Q t^TJM^S, 7)Wr=-)\,m % 7)V*F-)im* 7)V*)l 

-«S(XI)©ft:^«t-iRa : R 3 HN-Q R 3 &tfQ«flif2£|sI«£T&3) 

Oft^«*«ifift3 £IPI«fc£fcfc«fc9tt£U -IKS; (IV) <Dit&m*myt?Z> 
ZttfXZZo 




(XI) 
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<mmms> 

L^-NH-C0-X«-C0-NR 3 -T'$)D, Xtf-S- HK -NRS Xtt¥ie£T&*HKjS 
±IH, fijSi* lTf§enfc-JK^(VII)-C^$n5ft'&«<h HOOC-M-OH (5£*, 



A, R 1 , R 2 \ R 22 * R 23 , ifttfMtt«nE£ra«n?&S) TgSnsMS 
IS^SJ^(c:«, ii^ODCCffi^, DCC/H0Bt£, Xtt WSC ££8*31"* 

£j£f$P B 1«SI3t 10 #~ 3 0 K-e* 0 L/ < I* 1 £ 1 B 
-«(XII)T*S£n3fb^!J£. -HfciUXIII) : 



a, r 1 , r 2 \ r 22 , r 23 , x.zSM\,*mmtmmT?&K>> u«jmx£^t) 

Jfcfl#RS5«iI# 10#~3 BMT*D» jifSKttlilSIiJ^lBrras. 



R' 



,21 





,21 
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(xi 1 1) nzits® t h-x-y n*i*t£«i t * WttiSfJi * t& 

-C0-NR 3 -T$>D, X#-S-, -0-, -NR 4 -, XtemiS^T&S) £#5 ££#T#S. 

rjeis wiaa* 10 #~ 3 a wit* D,iftL<ai i$wj&> e> i s wt?&*. »s 

fcfc, -^:X 2 -M-X-Y X 2 . M, X, RZfYi*ift%Ztm&-C&Z) & 

A^ift«^l:H -^(VII)0^#i^-^:X 2 -M-X-Y Oit&WtZffi 
£U -WL&{\) Oit^m (L^-NH-CO-T&D, X#-S-, -(K -NR 4 -> 

±|BKii&ICMLT, : R 3 HN-M-X-Y 

(5£^ R\ M, X, iftimiffif2£IWl?&£) -«5UI) 
<D|fc£% (L^-NH-C0-X«-C0-NR 3 -T^O, X#-S-, -0-, -NR 4 -, 

<Ki£i£6> 

X#-NR 4 -T&tK Y*»^7^*7*'j;Hlf»S-jRS(I)^Sn5^ 
±IHOSjittlXttSji&3-e#^ti*-JR5i(XIV) : 



£££9, X^*-NR 4 --e*D, Y^y7W*7*'JJH-C^5-^(I)t^ 
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K#utfAfc££^tf5 (xiv) T^snsfc-s-wi. 

®i£8;l~6K::J3Vvr, AT^$ns^b**5SS±©«lft», R 21 , R 22 * 

HRSC(i)t:a^sn«-KA(xxi)*c3isn«ft^«tt, stf©^ 

<§2iS£7> 

v**-^- frS*^- VDv H8, 8 3 31 (1 9 2 4) £>§E 



(5*+, A ,, ttfl&lH£|iWCi&£) 1?«t)Sn*^«t-«SC : R ,0I -X' 
Eg^fcTKEJSSltT, — (XXIV) : 




(XXIH) 
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(XXIV) 




(XXV) 
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mxh o , £ u < & i u#rari> e i a ra-r 

(xxv) mznzit&mt? □ p«7i=^s*i*» t fttt» 

#asTKEJfc;*"£"T\ -fl£5£ (XXVI) : 




( XXVI ) 



mm\t. a^-20 < c~ioo^-r-^o, $?£b<te-2(rc~girefc£. s^ratt 
10 #~ 3 a isre* o , ^l<«i b#h*> e> i a 

±ET*sn&-*5t (XXVI) Ofl:^* : HN (R 102 ) (R 103 ) <5t"K R 102 &tf 

RrJ5ttl6#fiETXtt##«ETTKlKUT*5fiWO-«^ (XXI) T^5ti§M 
ffiit^^. «^<hbT«, fh7kh'P77>, S^^WvfcA 
75 h\ 5?^^;P7-th75H, 7± bx h y^fc£0— 

ijr^A, hUX^75>^£©-Jfi©*fiSSfflViS^t*«T#S. 
SOTSte, ii# 0'C~200 < CT&rK »SL<^S~120 c C-e*^o 
aas 10 #~ 3 B MT* 0\ b < « 1 WHWfr 6 1 a Mtf 

±IB*jftftlCJ:Oft&nfc-lttiC (XXV) T^£ft3{fc£t)<h-jM : 
(R 102 ) (R ,03 )N-C0-X' R l02 > R 103 . X'teiiuta<h|WJigT£>3) 0{b£#l£^U 
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HRSfffl)©^**** HKi£ (xxiii) T-*£ti6te 

1§r^£S^bT75/#K'£&Lfc^ HKjS: (R 102 ) (R 103 ) N-CO-X 1 (5*+, R 102 , 

r 103 , vtewffltmmv&z) ^^m^m^x-^ (xxvid : 



T*sn«ft^« (5£*, R ]02 * R ,03 > x 1 ttffiffitnggnNfcs) sure 

fcT-«5t : R ,0, -X' (5*+, R l0, ttHulH<h|WiaT*$.O, X'lMl^it) 

n*ft^%«h*w«»ift+TfiS#«ETfcEiss-&T.--«s (xxi) x-^nzit 
fa-j^^ (I) (iv) £fi£$n*fc£*i*v>*f ftfcfiifil" s - itf-es 

TjlHS^pIt^T^^^, Protective Groups in Organic Synthesis, 

T.W.Greene, John Wiley & Sons, Inc., 1981 fc££#flBT£ E tCJ: 0 H}*« 

(IV)Tg^ns^tl«, NPY 0ftUfl»«SiM&-raftUB£WLT*D, NPY 
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mtemua<D?ffix\t%:mizGmT&Zomz Y5 %®mtm&<Dn> hu-wz 
mffifc. mmm. n^wfo-Mi, aj^me, mmmm. *;i^>g-# 

}mn&5-\zm?z>mm<DM£isT\z, m*.«\ astai, p^a^j, mm 
m, <m. m&mwmL &mi. am 

fcisjtsnfcv^ %fe<tm. nmmmu ^mm. mmu *i®imu 
mmm. -wmu mm. mmm. mm\. msw. mmirn. ytmm. n-x 
**sg-s*K srs^ij, 101©^, m^j, mmm. mm 
\m. mm\. mmm. wmmm. mm. %<m\. ®mm. 
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mu &ffl%L &ffi<t&L mmm, &nw* mum, mmm. i^mm® 
nu mmu mmm, mmm, mmitm, mm. mmm* mmmmu 

f&ft-V&Z±U<DWM* 1. 0M00* (W/W), #£b<te 1. 0-60* (W/W) £fcS«fc 
-7., tFa^y^nh:;w^tJI/n-7, fc^^^^-fe^a-;*, h 

+ l/>yj3-;K y^nr*Xh'J>XlitFn + y7*oejl/y^of+Xh 

D»JfiE#»£bT 0. 1~100 Eg/kg £fr3cfc5£, -HfefcO— IeIXttS[|5IK# 
TZZttfTg. 0.001-10 mg/kg £-B *fc 0 
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nmm 1 : 1 - 1 

2. 00 g© 5-75 /-n-^W-M* 25 inL <D lN-*IHfc:J- h U «7A7W«i;:^U 

*>75H (0.73 gh 0.50 g©3-Tay-9-x^;i/^;UA^/-;l/^5. 0 mL©v 
*^)l*)V&7$F\zmmL, 0.45 g©WSC ^iPA^T3Btr B 1}i# 
Ltzo &fomiZ**Mz.Xffim^3 L )l-C$lli!,L, MS£ lN-TK^ki-h'J^A 

©ib^ti l - l 

'H-NMR (300MHz, DMS0-d 6 ) 6 1.30 (t. 3H) , 1.41 (m, 2H), 1.54 (m, 2H) . 2.20 
(t. 2H), 2.83 (m. 2H), 4.40 (a. 2H) . 7. 16 (dd. 1H. ), 7.4-7.8 (m. 7H), 7.9-8.3 
(m. 5H), 8.36 (s. 1H), 8.66 (d, 1H), 9.80 (s, 1H) 
FAB-MS (m/e) 500 (M+H) + 

nmm 1 xm^tcmn^n^nmmoit^miz^-r^mmzm^ mtn 
mmm2 : 1 - 2 

'H-NMR (300MHz, DMS0-d 6 ) 5 1.2-1.6 (m, 6H). 1.30 (t. 3H), 2.20 (t. 2H), 2.79 
(m, 2H), 4.40 (a, 2H), 7.16 (dd, 1H), 7.4-7.8 On, 7H), 7.9-8.3 (i, 5H). 8.39 
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(s, 1H), 8.66 (d. 1H). 9.80 (s, 1H) 
FAB-MS We) 514 (M+H)* 
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mMM3 : \t^m 1 - 3 

'H-NMR (300MHz, DMS0-d 6 ) 5 1.0-1.4 (m, 8H), 1.30 (t, 3H). 1.49 (m, 2H), 2.25 
(t. 2H), 2.77 (m. 2H), 4.41 (q, 2H), 7.18 (dd, 1H). 7.4-7.8 (m. 7H). 7.9-8.3 
(m, 5H), 8.40 (s. 1H), 8.66 (d, 1H), 9.84 (s, 1H) 
FAB-MS We) 541 (M+H) + 

'H-NMR (300MHz, DMS0-d 6 ) 5 1.29 (t, 3H), 2.53 (m, 2H), 3.11 (m, 2H). 4.39 

(a, 2H), 7.17 (t, 1H). 7.4-7.8 (m 7H). 7.9-8.3 (m, 5H). 8.34 (s. 1H). 8.68 
(d, 1H). 9.92 (s, 1H) 
FAB-MS We) 472 (M+H) + 

mmm 5 : its® 1 - 5 

'H-NMR (300MHz, DMS0-d 6 ) 6 1.30 (t, 3H), 1.70 (m. 2H). 2.30 (t, 2H), 2.85 
(m, 2H), 4.40 (q, 2H), 7.17 (dd. 1H), 7.4-7.8 (m, 7H), 7.9-8.3 (m, 5H), 8.34 
(s, IH), 8.67 (d. 1H), 9.82 (s. 1H) 
FAB-MS We) 486 (M+H) + 

MMMG :-ffc£#!l-6 

'H-NMR (300MHz, DMS0-d 6 ) 6 1.30 (t, 3H), 1.4-1.7 On, 4H), 2.26 (t, 2H), 2.82 

(m, 2H), 4.41 (a, 2H), 7.17 (dd. 1H), 7.4-7.9 (m, 8H). 8.0-8.2 (m. 4H). 8.37 
(s. 1H). 8.42 (d. 1H). 9.83 (s, 1H) 
FAB-MS We) 500 (M+H) + 
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nmM7 '.{c^mi-i 

'H-NMR (300MHz, DMS0-d 6 ) 5 1.2-1.7 (m, 6H), 1.35 (t, 3H), 2.27 (t, 2H), 2.84 

(m. 2H), 4. 26 (q. 2H), 6.44 (bs, 1H). 7.1-7.7 (m, 6H), 7.84 (s. 1H), 7.96 

(dd. 2H). 8.20 (m. 1H). 8.27 (d. 1H), 8.40 (m, 1H), 8.96 (d, 1H) 
FAB-MS (m/e) 515 (M+H) + 

mmm s : <t&%> 1 - 8 <d&i& 

' ! s1-)l>' MJ-tt (J. Med. Chem. I3 5i, 
2 7 21 (1 9 9 3^) E*©2fi*lCJ;0«»Lfc N-Boc-6-7 5 

(7. 58 g), 7. 58 g©3-rsy-9-x^*;wxv~;PS 75 il©5?^^;u*;wa 

75 F£Jg»U 10. 4 g CD WSC ttLMSftl^Sai? 3. 5 l$M8l#l/&. Sf&^fC 
**HPAT»BfcX^T»ffiU&. #*«SlN*»fc*hU*A***, 10*7 
x>gg7K*M, «fPA**Ti*»L&ll, IMiTny^A^it. 

+^>/»Kx5=-;V=l/D» 10.3 g ce> 3- (N-Boc-6-75/* 7" D-fJH75; 

3-(N-Boc-6-75y^7n-r;W75y-9-x^*;W\^/-^ (6.01 
g) £ 60 mL0^:*4r1f>{Cj§fl¥U 60 vLO 4Rm.WL<Di?**r-Vr>ftl&ta%.* * 

?&T"t? 30 #ibk «v>tmt i. 5 mmm&ytzo s«*tx— r^siwA, t#e> 

0. 44 g <D 6-7 5 J ts zfwoir B. J -9-x^;u* JWXlZ-^Sfcfc. 

ft6>tt& 6-75 Sti^u^ )V7^J-$-3-3-)),1i)V)VJ—)), (530 mg) £18mL 
©7-fehxh>j;HC^j5?b, 494ng0£K*3U-HJ'7A, 255 mg ®-^f>i 
7d<J K&tDA, £ir?3fl#P B , 18l#bfc, R&&fC7K£Jn*., 10X^X>|fc*^* 

T+»bfcft,»»x^';uTttHibfc.**»***«»^y*->^ATrttiftb, 
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: 9umfr)V&/** S-)l=9 6/4), 236 mg Oft'&ftl -8*» 

•H-NMR (300MHz, CDC1 3 ) 6 1.2-1.7 fan. 6H). 1.31 (t, 3H). 2.31 (t, 2H), 3.34 

fan. 2H). 4.17 (q. 2H). 7.0-7.2 (m. 3H) . 7. 22-7. 46 fan. 3H), 7.60 (brs. 1H). 

7.87 (dd. 1H). 8.06 (dd. 1H) . 8.20 (d. 1H). 8.51 fan. 1H). 8.59 (d. 1H). 9.01 
(d. 1H) 

FAB-MS We) 428 M + 

9 : it&fy} 1-9 <Z)£-J& 
z? + —i-)V' '• *r^*)V- V^Jf^-ft, 8 3 3H (1 9 2 4) <Dl3 
mz£ QmnVtz 6-- h o-l. 2. U-fh^tH ati)V/V/~-MS. 04 g)£ 50 mL 

2. 25 g ©tKIM:* 'J %.&%<r>&o\WV~Ju\L)\,*. 

2. 60 g <d N--T V tf;w-6-x h 0-1. 2. 3. 4-fb7t K o^WNV-^Srtffc. 
t#e>nfc n-< v^p tr;w6-x h o-i. 2. 3. 4-x h y fc h d#;w\V-;K2. 60 g) 

* 100 mL ©smtc }&fl¥U 2.75 g o«»sini^ 50T;iCinfflUT3l5Mit#b 
fco EJfcifc&Sifib, 5«tC**JnA#«?Ufc. lN-*3fcfW- h D £A 

*IMb : > ? ^DO^^>/Mx5 1 ;U=7/3), 1.35 g®N--fV^D 

fcf;W6-75 /-I. 2. 3. 4-rh7t FD^iW\* , /-Jl'^fL 

5.43 g©6-75y*-/o>Sl^fJVXXf^M& 6.78 g®l-t7 
^l/>7J!/*xjU#D'J H» 3.03 g(DhUX^JU7 5>£50 mKDy^OD/^ 
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+J->/H^X3\rt/=7/3), 5.50 g£>6- (\-±7?U>Z)Vft-)l>) 75 
^D>|^JH7ri^lf:. #e>nrc6- (1-^7* 75/ 
#7d>$pWI/XXt-;P (3.35g) £*^/-;HC?£tfi?U 20 mL 0 lN-Tk&fc 

»«S«ffiTTf«*L, 3. 02 gO 6- (1-^-7^ U>^;U*x;W 75/ 
#7°n>®£f#fc. 

±!2T#^nfc N-< 7 7°0 tf;W6-7 5 7 -1. 2, 3, 4-x h 7 1 F D#;WW- 
;W (228 mg), ±BT»&*lfc 6- (l-^7^1/>x;U*-;i/) 75/#7 > n>gt 
(321 mg), DCC (226 mg), HOBt (153 mg) £3 nl, © DMF ffitl 2 

TSIfiU (iSitt : a*D->/R»X^= 7 / 3 ), 250 ig <D{C&m 1 - 9 £ 

'H-NMR (300MHz. CDC1 3 ) <5 1.1-1.6 (m, 6H), 1.52 (d. 6H), 1.7-2.0 (m, 4H), 
2.15 (t. 2H), 2.54-2.76 (m, 4H), 2.86 fa. 2H). 4.52 (sep. . 1H), 5.33 (t. 1H). 
7.1-7.7 On. 6H). 7.90 (d. 1H). 8.01 (d. 1H). 8.23 (d. 1H). 8.68 (d, 1H) 
FAB-MS We) 532 (M+H) + 

mmm 1 o : fc&m 1-10 <d€>&l 

50 g©N-l^*JW^;-JH-*;^+1^7Jl'Tk 1 l<D7-th>\zm 
$U ft&TCTii U 7 A 70. 6 g ZIMtlX 3 PtlHHt#Ufc», 100 mL 

33 g © N-x^*;i//t»y-;u-3-*;^>«*#fe. 

m^ntc ti-X.?)l*)W-)l-2-ti)l-£>M (4. 78 g) ti?*-i-)l • *7* • 
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isi-JV - ^r^X MJIS, B4 0#> 2 6 4 3 H (1 9 9 7 50 fB*£<D#& 
£ 0 Dl§3 b fc to -N-Boc-7 ^ / ^ >^;U7 5 > (4.04 g), DCC (4.32 g), HOBt 
(3.06 g) £50 mL©DMF£JS#U ^iST 6 l*M»#l/fc. £/»£3i®U 

100bL<D$***1J->CS#U l00iLO4N-*M©S?*4 i U->» 

fe, 4.02 goN-x^;w3- («-75 ;*;v#^w -*^»/- 
#e>nfc n-x^;w3- (o>-T5y^>^;i/7sy*;^-;u) -^ww-ju 

(198 mg) t^K^'J^A (310 ng) £ 2 mL © DMF £Jg#U *?>7>)l*-)l 
//op (45 mL) fciOA, M*C3P*M«#Ufc. R*«K:*SiD*.T3>*nn 

Kx^;p^^if>os^«t^&Bjea*fTV», 85 mg <D\\L^m\^m 1 - 1 o 

'H-NMR (300MHz, CDC1 3 ) : <5 1. 3-1. 9 (m. 6H), 1.50 (t, 3H). 2.98 (s. 3H) , 3.29 

(m, 2H). 3.58 On, 2H), 4.39 (q. 2H). 4.50 (t, 1H), 6.34 (t. 1H) . 7.20-7.30 

(m, 1H). 7.4-7.6 On. 3H), 7.92 (dd, 1H), 8.16 (d, 1H), 8.58 (d, 1H) 
FAB-MS We) 401 IT 

mmm 1 1 -. 1 - 1 1 

■H-NMR (300MHz, CDC1 3 ) : <5 1. 04 (t, 3H. J=7.4Hz). 1.4-1.9 (m. 10H). 1.44 (t. 
3H), 2.9-3.0 On, 2H). 3.2-3.4 On, 2H), 3.53 (m, 2H), 4.38 (q, 2H). 4.48 (brs, 
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1H). 6.44(brs, 1H). 7.2-7.6 (m, 4H). 7.90 (dd. 1H). 8.15 (d, 1H). 8.57 (d. 
1H) 

FAB-MS (m/e) 430 (M+H) + 

%mm 1 2 : \\L%m 1-12 

■H-NMR (300MHz, CDC1 3 ) :<5 0.87 (t, 3H), 1.4-1.7 (m. 15H). 1.44 (t, 3H), 2.90 

(m, 2H). 3.13 (m, 2H), 3.53 (m. 2H). 4.3-4.5 (m. 3H), 6.4 (brs, 1H). 7.2- 
7.6 On, 4H), 7.94 (dd. 1H), 8.18 (d, 1H). 8.57 (d, 1H) 
FAB-MS (m/e) 500 (M+H) + 

mmmi 3 lit&yn - 1 3 

■H-NMR (300MHz, CDC1 3 ) : 6 1. 3-1. 9 (m, 6H). 1.36 (d. 6H), 1.43 (t. 3H) , 
3.1-3.24 On, 3H), 3.52 On, 2H), 4.3-4.5 (m. 3H). 6.50 (br, 1H), 7.2-7.6 On, 
4H), 7.92 (dd, 1H), 8.12 (d, 1H), 8.57 (d, 1H) 
FAB-MS (m/e) 430 (M+H) + 

mmm 1 4 : \t^m 1-14 

■H-NMR (300MHz, CDC1 3 ) : 6 1. 3-1. 7 On, 6H). 1.42 (t, 3H). 3.06 (br, 2H), 3.48 
(m. 2H), 4.38 (q, 2H). 4.9 (br. 1H), 6.35 (br, 1H), 7.2-7.7 (m, 6H). 7.8-8.0 
(m, 5H), 8.18 (d, 1H), 8.43 (d, 1H), 8.56 (d, 1H) 
FAB-MS (m/e) 514 (M+H) + 

mmm 1 5 : \t&m 1-15 

■H-NMR (300MHz, CDC1 3 ) : 6 1.4-1. 8 On, 6H), 1.44 (t, 3H). 3.02 On. 2H) , 3.49 
(m. 2H). 4.38 (q. 2H). 4.9 (br. 1H). 6.40 (br. 1H), 7.2-7.6 On. 7H), 7.8-8.0 
(m. 3H). 8. 18 (d. 1H). 8. 57 (d. 1H) 

FAB-MS (m/e) 464 (M+H) + 
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mmm 1 6 : K&m 1 - 1 6 

'H-NMR (300MHz, CDC1 3 ) : 5 1.4-1. 8 (m, 6H), 1.45 (t, 3H). 2.90 On, 2H), 3.42 

(m, 2H), 4.39 (a, 2H), 6.3 (br. 1H), 6.40 (br, 1H), 7.2-7.7 (m, 6H), 7.92 

(dd, 1H) . 8.08 (dd, 1H), 8.18 (dd. 1H), 8.28 (dd, 1H) , 8. 48 (dd, 1H), 8.54 
(d, 1H), 9.04 (dd. 1H) 
FAB-MS (m/e) 515 (M+HP 

nmmi i • it^m 1 - 1 7 

'H-NMR (300MHz, CDC1 3 ) : 6 1. 2-1. 5 (m, 6H), 1.38 (t. 3H), 2.8-2.9 (m. 2H), 
2.84 (s, 6H), 3.33 (i. 2H) . 4.30 (a, 2H). 5.34 (t, 1H). 6.56 (t, 1H) , 7.1- 

7.5 (e 7H). 7.92 (dd, 1H), 8.07 (d, 1H). 8.20 (d, 1H), 8.33 (d), 8.58 (d, 
1H) 

FAB-MS (m/e) 557 (M+H) + 

mmm 1 8 : its® 1-18 

'H-NMR (300MHz, CDC1 3 ) : 6 1.11 (d, 6H), 1.4-1.7 (i, 6H), 1.45 (t, 3H), 2.34 
(sep.. 1H), 3.29 (m, 2H). 3.54 (m. 2H), 4.39 (q. 3H). 5.65 (br. 1H). 6.42 
(br, 1H), 7.2-7.6 (m, 4H), 7.91 (dd, 1H). 8.14 (d, 1H), 8.58 (d, 1H) 
FAB-MS (m/e) 394 (M+H)* 

mmm 1 9 : its® 1-19 

'H-NMR (300MHz. CDC1 3 ) : 6 1. 0-1.8 (i. 16H). 1.40 (t, 3H), 2.0-2.1 (m. 1H). 
3.29 (m, 2H). 3.41 (m, 2H), 4.38 (q, 2H). 5.64 (t. 1H). 6.48 (t, 1H). 7.2- 

7.6 (m, 4H). 7.94 (dd, 1H), 8.18 (d. 1H). 8.60 (d, 1H) 
FAB-MS (m/e) 434 (M+H)* 
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mmm 2 0 : 1-20 

'H-NMR (300MHz, CDC1 3 ) : 6 1. 4-2. 0 (n, 21H), 1.45 (t, 3H), 3.27 (m, 2H). 3.52 

(m, 2H). 4.36 (q. 2H). 5.70 (br, 1H), 6.60 (br. 1H). 7. 2- 7. 6 (m. 4H). 7.94 
(dd, 1H), 8.18 (d, 1H), 8.59 (d, 1H) 
FAB-MS (m/e) 486 (M+H) + 

HWJ2 1 :it^mi-2 1 

'H-NMR (300MHz, CDCl 3 ) : 5 1.4-1.9 (m. 6H), 1.45 (t, 3H), 3.45-3.60 (m, 4H). 
4. 39 (q, 2H) , 6. 40 (br. 1H) , 6. 42 (br, 1H) , 7. 2- 7. 6 (m. 7H) , 7. 70-7. 80 (i, 
2H), 7.90 (dd, 1H), 8.12 (d, 1H), 8.56 (d, 1H) 
FAB-MS (m/e) 428 (M+H) + 

2 :<t&®l-2 2 

'H-NMR (300MHz, CDC1 3 ) : <5 1.41 (t, 3H), 1.5-1.9 (m. 6H), 3.50- 3.60 (m. 4H). 
4. 30 (q, 2H) , 6. 30 (br, 1H) , 6. 42 (br, 1H) , 7. 1- 7. 6 (m, 8H) , 7. 80-7. 90 (m, 
3H), 8.06 (d. 1H), 8.28 (dd. 1H), 8.51 (d, 1H) 
FAB-MS (m/e) 478 (M+HT 

mmm2 3 :{mi-2 3 

'H-NMR (300MHz, CDC1 3 ) : <5 1. 43 (t, 3H), 1.5-1.6 (m, 2H), 1.6-1.8 (m. 4H). 
3. 45-3. 60 (m, 4H) , 4. 36 (a, 2H) . 6. 60 (t, 1H) . 7. 08 (t. 1H) , 7. 2- 7. 3 (m. 
2H), 7.37 (d, 1H). 7.43 (d, 1H), 7.50 (dd), 7.86 (dd. 1H), 8.08 (d, 1H), 8.16 
(ddd, 1H). 8.53 (d, 1H). 8.61 (d. 1H), 9.10 (d, IH) 
FAB-MS (m/e) 429 (M+H) + 

mmm 2 4 : \t^m 1-24 

'H-NMR (300MHz. CDCl 3 ) : 6 1. 35-1. 50 (m. 2H). 1.36 (t, 3H), 1.50-1.70 (m, 4H). 

64 



WO 00/63171 



PCT/JP00/02573 



2.74 (s. 6H), 3.10 On. 2H), 3.46 (m, 2H). 4.28 (q, 2H), 4.90 (br, 1H), 6.78 

(or, 1H), 7.21 (dd, 1H). 7.31 (d, 1H), 7.37 (d. 1H). 7.46 (dd. 1H), 7.92 (dd. 
1H), 8.08 (d. 1H). 8.59 (d, 1H) 
FAB-MS (m/e) 431 (M+H) + 

mmm 2 5 : its® 1-25 <d&i& 

)[,#-)[,) -fj)W/-)V (162 mg) t-f > K-;W5-#;i/#>8? (95 nigh DCC 
(103 mg), HOBt (77 mg) £ 3 mL 0 DMF \Z®ML, ^UT2 4mmMftLtzo K 

Rttt : A^I^/B^X^l^/SK 250 mg <D{t£® 1 - 2 5 £f#£ 8 
'H-NMR (300MHz, CDC1 3 ) : 6 1. 43 (t, 3H), 1.5-1.6 On, 2H), 1.64-1.80 (m, 4H), 
3. 50-3. 60 (m. 4H) . 4. 58 (q, 2H) , 6. 37 (br, 1H) , 6. 45 (br, 1H) , 6. 54 (br, 1H) , 
7. 20-7. 38 (m, 4H) . 7. 42 (d, 1H) , 7. 49 (ddd, 1H) , 7. 63 (dd. 1H) , 7. 89 (dd, 1H) . 
8.08 (d. 1H). 8.11 (d, 1H). 8.42 (br, 1H), 8.58 (d, 1H) 
FAB-MS (m/e) 467 (M+H)* 

mmm2 5T*m^tzmm*ffiM<D{k&mzttfo?z&mzwz., m\$nmm2 
nmm 2 6 : \t&® 1-26 

'H-NMR (300MHz, CD 3 0D) : 5 1.41 (t, 3H), 1.46-1.82 On, 6H), 3.40-3.52 (m. 4H), 
4.30 (q. 2H), 7.22 (ddd, 1H). 7.44-7. .56 (m, 3H), 7.78 (d, 1H). 7.88 (dd, 
1H), 7.93 (dd, 1H), 8.04 (d. 1H). 8.35 (s, 1H), 8.57 (d, 1H) 
FAB-MS (m/e) 469 (M+H) + 
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nmm 2 1 1-27 

7k#TlC£V>T> 5.29 g©7$;xfJ^tX^75>!l 1. 00 gCDl-t7 
*U>*;i/*-;V^nU HS**Lfc7th-hU^* 120 mL *«TU SIT 

&£>nfc l-±7^1/>^;U*-;UT5/X5 1 ;i/5 L ^-X^;i'T5> (600 mg), 

ms&M i o iEmo^^Tt# e> nfc N-x^;i/* ;w\* 4 /-;w-3-* )v# >m (459 mg) , 

WSCmm^ (560 mg), h'JxW5> (0.30mL) £ 3 mL © DMF Kl»#U £ 

»t i »#iKHs#b&. M^^7K^iPK.Trax^;i/Tfflaib^, mmm* 10% 

b (^SS^:^it>/g^glx^;i/=7/'3), 600 mg (Dit&m 1 - 2 7 

'H-NMR (300MHz, CDC1 3 ) : <5 1. 40 (t. 3H), 2. 50-2.65 On, 4H), 3. 11 (q. 2H). 

3.51 (q, 2H), 4.32 (q, 2H). 5.81 (t, 1H), 6.74 (t, 1H), 7.20-7.64 (m,7H). 

7.82-7.91 (m, 2H). 7.88 (dd.'lH), 8.01 (d. 1H), 8.23 (d, 1H), 8.53 (d, 1H), 

8.68 (d, 1H) 

FAB-MS (m/e) 532 (M+H)* 

mmM2 7t®m\ZVT. %MM2 8 3 4 ©fls£*S£j«bfc. 
«#iJ2 8 : ft^tl 1-28 

'H-NMR (300MHz, CDC1 3 ) : 5 1. 42 (t, 3H), 3.15 (q. 2H), 3. 30-3.40 (m, 4H), 
3. 54 (q, . 2H) , 4. 35 (q, 2H) , 5. 54 (t, 1H) , 6. 66 (t, 1H) . 7. 20-7. 60 (m. 7H) , 
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7.86-7.96 (m, 2H), 7.88 (dd, 1H) , 8.06 (d. 1H), 8.23 (d. 1H) , 8.56 (d. 1H), 

8.68 (dd. 1H) 

FAB-MS (m/e) 516 (M+H)* 

mmm 2 9 : its® 1-29 

'H-NMR (300MHz, CDC1 3 ) : 5 1. 35 (t, 3H), 2.80-2.90 (m, 4H). 3.05-3.15 (e 2H), 
3.55-3.65 (m, 2H). 4.26 (a, 2H), 7.18 (dd. 1H). 7.28 (d. 1H). 7.36 (d. 1H), 
7.40-7.56 (m. 6H). 7.84-7.91 (m, 2H). 7.86 (dd. 1H)). 7.88 (d, 1H). 8.06 (d. 
1H). 8.22 (dd. 1H). 8.63 (d. 1H). 8.68 (dd. 1H) 
FAB-MS (m/e) 515 (M+H) * 

HMJ3 0 :itSV)l-SO 

'H-NMR (300MHz. CDC1 3 ) : <5 1. 39 (t. 3H), 2.41 (t. 2H). 2.49 (t. 2H). 2.99 (t, 
2H). 3.49 (m. 2H). 4.32 (a. 2H). 6.80 (t. 1H). 7.18 (dd. 1H) . 7.32-7.50 (m. 
6H). 7.86 (dd. 1H)). 7.92-8.00 (m. 2H). 8.16 (d. 1H). 8.24 (d. 1H). 8.60- 
8.68 (m. 2H) 
FAB-MS (m/e) 529 (M+H) + 

1 :it&®l-3 1 

'H-NMR (300MHz. CDC1 3 ) 5 1.36 (t. 2H). 1.40-1.60 (i. 4H). 2.92 (m, 2H). 3.34 

(m. 2H). 4.28 (a. 2H). 5.71 (t. 1H). 6.56 (t, 1H). 7.20 (dd. 1H), 7.27 (d. 

1H). 7.30-7.70 (m. 6H). 7.80-7.90 (m, 2H). 8.03 (d. 1H). 8.18 (d, 1H). 8.24 
(d. 1H). 8.51 (d. 1H). 8.68 (dd, 1H) 
FAB-MS (m/e) 500 (M+H) * 

^WJ3 2 :\t^mi-Z2 

'H-NMR (300MHz. CDC1 3 ) 6 1.2-1.7 (m. 6H), 1.44 (t, 3H). 2.92 (m. 2H). 3.38 
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(m, 2H), 4.38 (a, 2H), 5.04 (t, 1H), 6.31 (bs, 1H), 7.26 fan. 1H). 7.4-7.7 
(m, 6H), 7.91 fan, 2H). 8.03 (d. 1H), 8.18 (d. 1H). 8.25 (d. 1H). 8.56 (d. 
IB). 8.66 (dd. 1H) 
FAB-MS We) 514 (M+H) + 

mmms 3 :it^mi-s 3 

'H-NMR (300MHz, DMS0-d 6 ) 61.1-1.5 (m. 8H). 1.32 (t, 3H), 2.79 (m, 2H), 3.20 

fan, 2H), 4.48 (q, 2H), 7.26 (t, 1H), 7.52 (dd, 1H), 7.60-7.80 fan. 5H), 

7.90-8.40 fan, 2H), 8.06-8.18 fan. 2H), 8.18-8.24 On. 2H). 8.40 (t. 1H). 
8.60-8.72 fan. 2H) 
FAB-MS We) 528 (M+H) + 

nMM34 :Ml-34 

'H-NMR (300MHz, CDC1 3 ) 6 1.22 (d. 3H). 1.24-1.58 fan. 6H), 1.45 (t, 3H). 2.92 

fan. 2H), 4.28 (sep. 1H), 4.42 (a, 2H), 5.02 (t, 1H,), 5.86 (d, 1H), 7.26 (ddd. 

1H). 7.4-7.7 fan. 6H). 7.910-7.96 fan. 2H). 8.03 (d. 1H), 8.18 (d. 1H). 8.26 
(d. 1H). 8.58 (d. 1H). 8.68 (dd. 1H) 
FAB-MS We) 528 (M+H) + 

^ffiW3 5 : fc^m 1-35 

6.04 gC trans-4-7Sy ^)V^^n^\^>i])V#>m^: lN*ifc<fc:M-'J 
VJ±7kmmz®frL. 8. 71g<D l-}-7? U>Z)Vft-)\,>7UV FSrJnA, MUX' 

/t0&£zKTifcfrLfc. i!<D@#:£iI]&LT 10. 1 g <D7Jl/*>75 K£#fc„ t# 
^n^JV*>7$ h' (2. 57 g) £20 vL<Dh)VJL>\Z®mV, 1.6bL03?7x 
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)V/*7UUik)V2±= 1/5 0) TMISLx 1.09 g<ZH V->7*- h&&fc. 

ft^tlfc-f h£40 mLOHl/X^d^U l. 5 iLO«^£$T 

LT, 120-130^7? 2 ^MiJDJ»a»Ebfc. WmbT#fcaftH#S*T«SV>tt»L/ 
fcm, 15 mL (!Dy^fWi75 Kfc*#U 0.76 g BlS-l^M/V/- 
;W-3-*;W#>KtO. 61 gOWSCttlt&£JnATMT30$Hl#Lfc. Effiift 
fc#SJnATft»X^T?ttlffl U 3i 81)1 0. IN TfcfMt:*- h U £ A**iTe, 

xt# <=> n^c^jfi * -> u # 7^i?D7h^77^ (asKx^/^u- > = 

1/2) T»«U 0. 31 g <Dit£® 1-35 fcfcfc. 

'H-NMR (300MHz. CDC1 3 ) 6 0.8-1.0 (m, 2H), 1.0-1.3 (m, 3H). 1.35 (t, 3H), 
1.6-2.0 (m, 4H), 2.70 (m. 2H), 3.83 On. 1H). 4.27 (a. 2H). 5.48 (bs. 1H). 
5: 63 (bs. 1H) . 7. 1-7. 7 fan. 8H) . 7. 8-8. 3 (m. 5H) , 8. 69 fan, 1H) 
FAB-MS We) 540 (M+H) + 

6 : 1-36 O^fig 

^TH^t^t, 7.91 g0 1,5-y7 5;^>^>l: 1. 75 g © \-±72 

SlS«t*«£ETT®*Lfc^, 5OOmL07k£iJDx.. y^an^ 

g£U 1.90 go 5- (l-i-yfUyXJlft-M 7 2.J^>^)l7^>^mc e 

(9-x^;w4-* h 4 ;w\V-;W -3-* >i©^ 

150mg©7MHfc# hU^AlC^mSSETlC^ViT lOmLO^h^kKD 
7^>^iaA> 240 ng O^H*?^ &tf^xntK£Jl'Xte(HeterocyclesK 
45 #, 585 H (1997 50 fcffitto^ftlc «t 0»6n& 9-X^JU-t- h 7 1 K P# 

)wv/-)v-4-*> (850 Bg)*jn^t, 5 mm. asES-e-fc. s^ictk^jp^t 

RKx^jUTife&U ttK-e+fobfc^KiKKx^TttmLfe. «1^^7K 
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X>fc*flPU 910 mg© DDQ £jbDAT^i&T 10»W*»Ufc. ^***5iSK: 

- (£na#;kk) fc«fc0»«U 518mg©(9-x^;P-4-t kp^->*;ua^/- 

f#£n&(9-X3\^-4-fc: Hn*^;&;WW-;M -3-7;bxt F (500 mg) £ 5 
mL£>7-feh U 870 mg ©^®# U OA, 260 mg ©3 Ofc^lVZHUX. 
MT2«FlW«^bfc. ^^{CTKSJP^T^X^UTJfittiU, W$Jf£&7K 
*i7^J/!>AT?ftjllfc« t »»**ffT"PSil/T 501 mg © (9-x^;P-4- 

nenfciii-xfnH-/ f+^jwvy-^-a-T^ft h (502 mg)£ 1 mL 

(D7th>Mb, 600 mg©iaT>#>K#>J£A*;t)n*.T 2 P#M 30 #WI* 
*J8to£3fflfc<fc!5l&*U 3i££MJ±TT*g£Lfc^ 1 N tKK^^ 
hU^ATK^KiS^bfc.TK^&TOx^T^UfcftfctftK-eKtttb, 
gf&x^T&tBbfc. tfaJiSfc***^**'* ATtt*L&«, 
JETT?B*U a«»*»Kx^3^6fllS*bT 348 mg © (9-x^;W4-^ h 

^s/*ji/A*v-;w-3-*;^>m^#fe. 

t# 6 tlfc 5- ( 1-^- 7 ^ 1/ >X;U^x;i/) 7 5 / ^ >^;U7 5 > 378 mg t 348 mg 
© (9-X^ ;W4-* b*-># )WV/—)V) -3-#;U# 3 mL © A 7 

SFCMb, 247igOWSC«[ai|[*3niATMT3«flHUt^bfc. Efc 

* MffiT KT*tt b , # 6 ftfc$£@t& * -> U % y M 7 A ? a T h ^ ? V 4 

- mm^)v/^^y= 1 / 2 ) -e*t snu 96 mg ©{t-a-^ 1 - 3 6 

'H-NMR (300MHz, CDC1 3 ) 5 1.2-1.6 (m, 6H), 1.44 (t. 3H). 2.92 (m, 2H), 3.38 
(m. 2H). 4.02 (s, 3H), 4.35 (q, 2H), 5.24 (bs, 1H), 7.2-7.6 (m. 7H), 7.9-8.3 
(m. 6H). 8.67 (m. 1H) 
FAB-MS (m/e) 544 (M+H) f 
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mmm 3 7 ■. <t&® 1-37 

3'00mL©*lC l|.3g©3-kHa + y-4-^JV^y7i-;i/kF7^X 21 g 
{DrnWH-hWAt 67. 7 mL <7)i>^ D^iJ-y >£JD;LT> 100*0 T'30 #MflnfS 

fit, #e>nfckH7^X11.8g)fC 200iDL(DhU7J^P^S: 

UT 5-fc F *>f h 7 k K a*;wt»/-;H-*^#>B6t 7-t Kn^yf h 
7k Hn*;Wt»/-,llr6-*M>»<D 1:1 fi^W (7. 82 g) 
&1C, ft&nfcfi^*(2. 05 g)& 60 mL h>KJ&*U 3. 0 g ©tK&A: 

B*Lfc«, 9««iHzK*lni^» HFlfcx^l/Tafflbfc. *r«H€:»S*«a^ 
(»Kx3 L ;i'/'v*U->=12/85~25/75) CJ:0««U 1. 27 g O 5- 

x h^yfh^k hd* a^/-;1/-6-7j >g?x^ji/x>; 5r;u £ o. 77 g © 7- 
xh+yfh7kKn* ;wti/-;P-6-* >tx5 1 ^x^ f-^Sff fc. # 5 

3 7 

'H-NMR (300MHz, CDC1 3 ) 6 1.2-1.5 On. 12H). 1.7-2.0 On, 4H). 2.6-2.7 (m. 4H), 

2.90 (m, 2H), 3.33 On. 2H), 4.00 (a, 2H), 4.19 (a. 2H), 5.08 (t, 1H), 6.71 

(s. 1H), 7.5-7.6 On, 3H), 7.90 (dd. 1H), 8.02 (d. 1H). 8.14 (t. 1H), 8.24 

(d, 1H), 8.37 (s. 1H), 8.66 (d. 1H) 
FAB-MS On/e) 561 M* 



mm 3 8 : tt&m 1 - 3 8 
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8 mL ©h;WX>fc*j*U 2.U g<D?U7-)l%mz., 2 I^M 30 fl\ itifeS li- 
fe. SfciBteSiaU 5«^MffTT»U;i, y'J*yM7A^D?hf 
(»Bftx^;iO £<fc?)lflfiU 336 ig©9-x^-5-Xh^->*JW^y 

-;H-*;p#>i*#fc. t#e>ftfe 9-x^-5-xh*s/#jwxv^;M-#;V' 

#>K£JBlvT\ W^»J3 6 tl^l^Tj^^cfcO^^l -3 8£*§fe. 
'H-NMR (300MHz, CDC1 3 ) (5 1.2-1.7 (m. 12H). 2.92 (m, 2H), 3.38 (m, 2H). 
4.24-4.40 (m. 4H), 4.86 (t, 1H) . 6.81 (s, 1H), 7.2-7.6 On. 7H), 7.90 (dd, 
1H) , 8. 02 (d, 1H) . 8. 14 (t, 1H) . 8. 24 (dd, 1H) , 8. 66 (d, 1H) 
FAB-MS (m/e) 558 (M+H) + 

^»13 9 Mb^l-3 9 

fe. 

•H-NMR (300MHz. CDC1 3 ) 6 1.2-1.7 (m, 6H), 1.42 (t, 3H), 1.55 (t. 3H), 2.92 

(m, 2H), 3.38 (m, 2H), 4.22 (q. 2H). 4.37 (q, 2H), 5.07 (bs, 1H), 7.22 (dd. 

1H), 7.3-7.7 (m. 6H), 7.92 (dd. 1H). 8.02-8.16 (m. 3H). 8.25 (dd. 1H). 8.66 
(dd. 1H) 

FAB-MS (m/e) 558 (M+H)* 

H»J4 0 :{b^l-4 0 
H«J3 7T1#S>nfe S-Ih^fh^k HD^;WN , 7-;W6-*;^>S!X 

it^m 1-40 %mzo 

'H-NMR (300MHz, CDC1 3 ) 6 1.2-1.5 (m. 6H). 1.26 (t. 3H). 1.42 (t. 3H). 1.8-2.0 
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(m, 4H), 2.71 (m. 1H), 2.91 (m, 4H), 3.32 (m, 2H), 4.02 (q. 2H), 4.12 (q, 

2H), 5.06 (bs. 1H). 7.09 (d, 1H), 7.5-7.6 (m, 3H), 7.8-8.1 (i. 4H), 8.25 (dd, 
1H), 8.67 (dd, 1H) 
FAB-MS We) 562 (M+H) + 

#I«J4 1 :fc&ill-4 1 

mmm3 6<Djjm~ent>ntzit£>v>)i- 3 6 (63 mg) uiowuu** 
>\zmffiv. -wcizifcmLtzo zwmmz 1. iibkd l.oMH^w^n^nn 

= 1 / 2 ) TfitS&U 30 mg <D<k&® 1-41 

'H-NMR (300MHz, CDC1 3 ) 6 1.2-1.6 (i, 6H). 1.43 (t, 3H), 2.90 (m. 2H), 3.30 
(m. 2H), 4.29 (a. 2H), 4.98 (t, 1H), 6.35 (bs. 1H), 6.79 (d, 1H). 7.2-7.7 
(m. 8H), 7.91 (d, 1H), 8.04 (d, 1H). 8.24 (d, 1H), 8.42 (d, 1H). 8.65 (d, 
1H) 

FAB-MS We) 530 (M+H) + 

«J4 1 tmmzLT. nffiM4 2~-mffiM4 4(Dik£WZ£f$.l'tZo 
mmM4 2 :rts£^l-4 2 

'H-NMR (300MHz, CDC1 3 ) 61.2-1.7 (m, 6H), 1.42 (t, 3H), 2.94 (m. 2H), 3.36 
(m, 2H), 4.24 (q, 2H), 4.79 (bs. 1H), 6.55 (bs, 1H), 6.86 (s, 1H), 7.1-7.7 
(m. 6H). 7.9-8.1 (m. 2H), 8.11 (s, 1H). 8.26 (dd, 1H), 8.65 (d. 1H) 
FAB-MS We) 530 (M+H) + 
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mmm 4 3 : 1-43 

'H-NMR (300MHz, CDC1 3 ) 5 1.2-1.7 (m, 6H). 1.42 (t. 3H). 1.80-2.00 (m. 4H), 

2.63 (m, 4H), 2.89 (m, 2H), 3.28 (m, 2H), 3.93 (a, 2H), 4.89 (t, 1H). 6.43 

(t, 1H), 6.77 (s. 1H), 7.45 (s, 1H), 7.5-7.7 On, 3H), 7.92 (dd, 1H), 8.05 
(d, 1H), 8.25 (dd, 1H), 8.65 (d, 1H) 
FAB-MS (m/e) 534 (M+H) + 

HSSM4 4 :Ml-44 

'H-NMR (300MHz, CDC1 3 ) 5 1.2-1.7 (m, 9H). 1.7-2.0 (m, 4H), 2.6-2.7 (in, 2H). 
2.92 (m, 2H), 2.94-3.02 On. 2H). 3.28 On. 2H). 4.02 (q. 2H). 4.75 (br. 1H), 
6. 10 (br. 1H) . 6. 68 (d. 1H) . 6. 98 (d. 1H) , 7. 4-7. 7 On. 3H) . 7. 92 (dd. 1H) . 
8.06 (dd, 1H). 8.28 (dd. 1H). 8.68 (dd. 1H) 
FAB-MS (m/e) 534 (M+H) + 

5 : <k&® 1-45 Q&f& 
c;^-^ . . • VD-^Tx^-iS, 8 0 91 (1926) <Dl5 

mz £ Qmgllstc 1. 2, 3. 4-f h7t F ujj)l>VJ-)V-b-t) JU^I^^l/XT* 
(460 mg) £2. 5 mL tf> DMF £2§fl?U 0.3 mL £>=fc ^ffcx^Mk 120 mg <£>tK 

Kfomzfczmttmz 2n-mm\zx^L. mwt^)i>xmihLTzo mmmz 
Tk-m^u mMMi-hvvAx$L%kLtzWi, mm^mmrx^Ltz. 

m^i^^tl^JV^u^h^yy^-xmnL mW@L:WuuM?». 490mg 
0) N-x^;i/-l. 2. 3,4-rh7t F afi Jl/W-Jl-S-ti )V#>m*3 L )VJLZ'r)l 

X\Z. 480mg©N-X^-l. 2. 3. 4-x h 7 1 Yu%)V>VJ-)V-*-%)V#>Wi* 
>;HXrJ^5 mLcD^y-JUC^U 4 mLcPtH'KM^HJ^ATk^ 

zunz., &ux2mmm&vtzo m^x. Kfomzftmrn. mmx^Lxmia 
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Vtz&mZMft. 400 mg <D N-x^Jl/-l, 2, 3, 4-t* h ^ t h'DAiW^/-H-A^ 
^>m^#fco N-X^Wl. 2, 3. 4-x h^h Hn*JWV/-;P-6-*JU# 

(73 mg), IIJg^J3 6Tf#e>tlfc6- (1-^7^ 1/>7JW*XJ|/) 7 5 J ^> 
3\)U75> (100 mg), WSC (68 mg) £2 mL (D DMF K^j?PU ^ST4B#F^it# 

*7k^gt:hbU7AT&glb£&, &&£^JITT@£b*: 0 SIMl^'J^y 
MD7h^77^f -T'*t$2i b ^ □ 0^;WA/^X^= 9 5/5), 

50 mg tfMti£-#J 1-45 Z'&tco 

'H-NMR (300MHz. CDC1 3 ) 5 1.2-1.5 (m. 6H), 1.33 (t. 3H), 1.7-2.0 On, 4H), 
2.65-2.57 (m, 4H), 2.91 On, 2H). 3. 31 (m. 2H), 4.09 (q; 2H), 4.88 (t, 1H), 
6.11 (t. 1H). 7.2-7.3 On. 1H). 7.5-7.7 (m. 4H), 7.9-8.0 On, 2H). 8.08 (dd. 
1H). 8.25 (d, 1H). 8.68 (dd. 1H) 
FAB-MS (m/e) 518 (M+H)* 

mmm4 6 it^mi-4 6 

'H-NMR (300MHz, CDC1 3 ) 5 1.20-1.34 (tt. 2H). 1.4-1.6 On. 4H). 2.94 (m, 2H). 

3. 39 On, 2H). 3.88 (s. 3H). 4.90 (t. 1H), 6.25 (t. 1H). 7.20-7.3 5 (m. 1H). 

7.38-7.45 (m, 2H). 7.48-7.66 (m. 4H). 7.90-7.96 (m. 2H). 8.06 (dd, 1H), 8.14 
(dd, 1H), 8.26 (dd. 1H). 8.55 (d, 1H). 8.67 (dd. 1H) 
FAB-MS (m/e) 499 M + 

3km\47 \ \t%m\-41 

'H-NMR (300MHz, CDC1 3 ) 6 1.20-1.34 (m. 2H). 1.4-1.6 (m. 4H). 1.70 (d. 6H), 
2.92 (m, 2H), 3.39(m, 2H). 4.95 (t. 1H). 5.01 (sep. . 1H), 6.26 (t, 1H). 
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7.20-7.3 5 (111, IH), 7.4-7.7 (m. 6H), 7.86-7.96 (m, 2H). 8.04 (d, 1H), 8.15 
(d. 1H), 8.26 (dd. 1H). 8.56 (d, 1H). 8.67 (dd, 1H) 
FAB-MS (m/e) 528 (M+H) + 

8 :{fc£$3l-4 8 

'H-NMR (300MHz, CDC1 3 ) <5 0.95 (t. 3H), 1.2-1.6 (m. 8H). 1.60 (in. 2H). 2.92 
(m. 2H), 3. 41 (in. 2H). 3.80 (t. 2H). 4.91 (t. 1H). 6.24 (t. 1H). 7. 20-7. 3 5 (m, 
1H). 7.4-7.7 (in. 6H). 7.88-7.96 (m, 2H). 8.05 (d, 1H). 8.14 (d. 1H), 8.26 
(dd. 1H). 8.55 (d, 1H). 8.67 (dd. 1H) 
FAB-MS (m/e) 542 (M+HT 

mmm 4 9 : its® 1-49 

1 H-NMR (300MHz. CDC1 3 ) 5 1.20-1.40 On, 2H). 1.4-1.6 On, 4H). 2.96 On. 2H), 
3.40 On. 2H). 3.80 (t. 2H). 4.51 (t. 2H). 5.05 (t. 1H). 6.38 (t. 1H). 7.20-7.30 
(m. 1H). 7.45-7.70 (m, 6H). 7.90-8.00 (m, 2H). 8.06 (d. 1H). 8.14 (d, 1H) . 
8.27 (dd, 1H), 8.58 (d. 1H). 8.69 (dd, 1H) 
FAB-MS (m/e) 544 (M+H) + 

»J5 0 -.0:^1-5 0 

•H-NMR (300MHz. CDC1 3 ) 5 1.36 (d. 6H). 1. 80-2.00 (m, 4H), 2.70-2.80 On. 4H) . 
3.18 (sep. 1H). 3.28 (s, 3H), 3.36 (m, 2H), 3.62 (t, 4H). 3. 69 On. 4H). 4.20 
(t. 3H). 4.58 (brs. 1H), 6.58 (brs, 1H). 7.28 (d, 1H). 7.58 (dd. 1H). 7.96 
(d, 1H) 

FAB-MS (m/e) 465 M* 
H«J5 1 1 

'H-NMR (300MHz. CDC1 3 ) 5 1.33 (t. 3H). 1.80-2.00 (m. 4H). 2.70-2.80 On. 4H), 
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2.94 (s, 3H), 3.34 fan. 2H), 3.63 (t, 2H), 3. 69 fan, 4H), 4.09 (a. 2H), 4.91 
(brs, 1H), 6.56 (brs, 1H). 7.27 (d. 1H). 7.59 (dd. 1H), 7.97 (d. 1H) 
FAB-MS We) 407 M + 

#1»>I5 2 :<k&®l-5 2 

'H-NMR (300MHz, CDC1 3 ) 5 1.35 (d, 6H), 1.80-2.00 fan, 4H), 2.70-2.80 fan, 4H), 
3.16 (sep. 1H), 3.33 fan, 2H), 3. 63 (t, 4H), 3. 69 On 4H), 4.08 (a. 2H). 4.58 
(t, 1H). 6.64 (brs. 1H), 7.27 (d. 1H). 7.59 (dd. 1H). 7.97 (d, 1H) 
FAB-MS We) 435 M + 

mffiM5 3 :ft^«l-53 

'H-NMR (300MHz. CDC1 3 ) 5 1.80-2.00 fan, 4H), 2.70-2.80 fan, 4H), 2.94 (s, 3H). 
3.29 (s, 3H). 3.33 fan, 2H). 3.60-3.74 fan. 8H). 4.20 (t. 2H). 4.92 (brs. 1H). 
6.59 (brs. 1H). 7.29 (d, 1H). 7.60 (dd. 1H), 7.96 (d, 1H) 
FAB-MS We) 437 M + 

Mt&ffl 5 4 : 3- (1-t 7?;VX Jl/*^7 5 / ^ >f il/7 5 / ^Jl/^JH iJJVA 

450 vg<D*)VJV/-)V-Z-l3)l'tf>Wi* : ?)V3LX : T)V& 7 mL <D*9J-)V\Z.& 
fi?U 2. 5 mL <D 2N7kgHb^HJ£A7K»£ft];t, 6 OVT* 3 mmmWhtz. 
m^X. ttKT*fnLTffiaJbfcfcfc»&*«>» 4l0mg©;*j;W\* 

v-)i-2-i3)Vtf>mzmtzo %^ntzts)vnv-)v-%-ti)vt^ym (205 mg), m 
«ra#e>n^c6- (i-i-y^u>xjv^)V) 75/^>^ji/7 5> (292 mg), 

WSC (192 mg) £5 mL O DMF fcjg#U ^UH 3 mmfit&Lfco RJSftfcTRSJD 

-eHMt(^ll^:^on*^A/^^y-;U=9 5/5), I23mg <D{££® 3-(l- 
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'H-NMR (300MHz, DMS0-d 6 ) 5 1.16-1.30 (m, 2H), 1.3-1.48 (m. 4H), 2.79 (m, 2H), 
3.15(01, 2H), 7.21 (ddd. 1H), 7.39 (ddd. 1H), 7.46-7.54 (m, 2H), 7.60-7.74 
(m, 3H), 7.89 (dd, 1H), 7.94 (t, 1H), 8.06-8.16 (m, 3H), 8.21 (dd, 1H), 8.31 
(t, 1H), 8.62 (d, 1H), 8.66 (dd, 1H), 11.54 (s, 1H) 
FAB-MS We) 486 (M+RV 

nfa&l 5 5 : 1-54 (D£j£ 

tf=.)\,)jJ)VJVS—)V (70 mg) 0.3 mL fiDv^fil/7t h75 Hi 1.0 mL <D7± 
hzhUJI/C^Mt. 0.030mL®HJX3\>U7 5>, 0. OlOmLOJfifbT 

^X5 1 Jl/= 9 / 1 ), 56 mg (Dik&W) 1-54 

'H-NMR (300MHz, CDC1 3 ) 5 1.13-1.30 (m, 2H), 1.3-1.48 (m, 4H), 2.06 (s, 3H). 
2.84 (m, 2H), 3. 73 (t, 2H), 4.64 (t, 1H), 7.27-7.36 (m, 1H), 7.44-7.70 On, 
6H). 7.72 (dd, 1H), 7.94 (d, 1H), 8.08 (d. 1H). 8.11 (d. 1H), 8.22 (d, 1H), 
8.42-8.46 (m, 2H), 8.63 (dd, 1H) 
FAB-MS We) 528 (M+H) + 

mmw 5 6 : 1-55 <d^& 

H*S#13 2<Dj5&X%t>ftTz.ik€ityl -3 2 (256 mg) £ 2 mL <D DMF 
mmgcDct^^^^^gOmgcDM^^U^A^in^, 6 OtT? 3 mmmwLtc B 
fcfomz 10*^x>&7Ki«£}J[J;^ ^^□o^^>TWtBU/ t Co 
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a^^>/»RX^=9/l), 169 BgflMfr&ftl - 5 5£*§&. 

'H-NMR (300MHz, CDC1 3 ) 6 1.32-1.54 (m, 3H). 1.44 (t, 3H), 1.58-1.70 (m, 4H), 

2.85 (s. 3H). 3.25 (t, 2H), 3.46 (m, 2H), 4.37 (a. 2H), 6.52 (t, 1H) , 7.26 

(dd. 1H), 7.4-7.7 fan. 6H). 7.92 (d. 1H). 7.98 (dd, 1H), 8.05 (d, 1H), 8.13-8.24 

fan, 2H). 8.62 (d, 1H), 8.74 (d. 1H) 

FAB-MS fan/e) 528 (M+H) 1 

mmm 5 7 : <t&® 1-56 <d&$l 
mmm 1 0 <d#&t*# e> ntz n-x^-3- >?)i>7 = ;i^x 

M -XfrtVJ-)]/ (162 mg) t&7k7?)VM (74 mg) £ 3 mL © £ o n sivJkM;: 

o *c ic 5 BMtta b fco *# 6 ntzmmmz •> u*wn7hif?7^ -tmi 

L : v^DO^>/gtS?X3MV=8/2K 20 mg ©fc'&t) 1 - 5 6 £ 

'H-NMR (300MHz, CDC1 3 ) (5 1.4-1. 55 fan, 2H). 1.42 (t, 3H), 1.60-1.80 (in, 4H). 
3.51 fan, 2H), 3.72 (t, 2H), 4.37 (a, 2H), 6.44 (t, 1H). 7.26 (ddd. 1H), 
7.34-7.46 fan, 2H), 7.45 (ddd, 1H), 7.62 (dd, 2H). 7.76 (dd. 2H), 7.91 (dd, 
2H), 8.12 (d. 1H), 8.56 (d, 1H) 
FAB-MS fan/e) 454 (M+H) + 

mm4 5tmm\zLx. mums 8 -mmme 4 (Dit^^^Ltzo 
mmm 5 8 •. <t&® 1-57 

'H-NMR (300MHz, CDC 1 3 ) 6 1.40 - 1.50 (t+m, 5H), 1.55 - 1.70 fan, 4H). 3.00 
-3.10 fan, 2H), 3.47 - 3.68 fan. 2H), 4.38 (q, 2H), 5.70 (br. 1H), 6.50 tor. 
1H). 7.26 (s. 1H). 7.38 - 7.55 fan, 4H), 7.93 (d. 1H), 8.14 (d. 1H). 8.21 (d. 
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1H), 8,57 - 8.63 (m, 1H), 8.75 - 8.78 (m, 1H), 9.08-9.14 (m. 1H) 
FAB-MS (m/e) 465 (M+H)* 

MffiM 5 9 : it^m 1-58 

'H-NMR (300MHz, CDC1 3 ) 5 1.85 - 2.05 fan. 4H). 2.68 - 2.78 (m, 4H), 3.21 (q, 
2H). 3.28 (s. 3H), 3.53 - 3.67 (m, 8H), 4.18 (t, 2H), 5.80 (br. 1H), 6.67 
(br. 1H). 7.25 - 7.40 (m, 2H), 7.59 (d, 1H), 7.97 (s. 1H), 8.12 (d, 1H)~, 8.65 
- 8. 80 (m. 1H) . 9. 00 - 9. 20 (m, 1H) 
FAB-MS (m/e) 501 (M+HK 

nmm 6 o : it&m 1-59 

'H-NMR (300MHz, CDC1 3 ) (5 1.36 (d, 6H). 1.4-1.9 (m, 6H), 1.80 - 2.00 (m. 4H), 
2.70-2.80 (m, 4H), 3.1-3.2 (m. 3H). 3.49 (m, 2H), 3.92 (t, 2H), 4.18 (br, 
1H), 4.21 (t, 2H), 6.28 (br. 1H), 7.29 (d. 1H), 7.56 (dd, 1H), 7.94 (d, 1H) 
FAB-MS (m/e) 450 (M+H) + 

%mm 6 1 : 1 - 6 o 

'H-NMR (300MHz. CDC 1 3 ) <5 1. 36 (d, 6H). 1.4-1.9 (m, 6H) . 1. 80 - 2. 00 (m, 4H), 
2.70-2.80 On, 4H), 3.05-3.20 (m, 3H), 3.40-3.55 (m, 4H). 3.60 (t, 2H), 3.73 
(t, 2H). 4.23 (t. 2H), 4.34 (br, 1H), 6.34 (br, 1H), 7.29 (d. 1H), 7.56 (dd, 
1H). 7.93 (d. 1H) 
FAB-MS (m/e) 494 (M+H)* 

mmme 2 -.ft&mi -6 1 

'H-NMR (300MHz. CDC 1 3 ) 6 1.36 (d, 6H), 1. 4-1.9 (m, 6H) , 1. 80 - 2. 00 (m, 4H), 

2.65-2.80 (m, 4H). 3.1-3.2 (in. 3H), 3.49 (m. 2H). 4.48 (t. 1H). 4.66 (s, 2H), 

5.33 (br. 1H), 5.59 (br. 1H), 6.41 (br, 1H), 7.19 (d, 1H). 7.60 (dd, 1H), 
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.7.99 (d, 1H) 

FAB-MS (m/e) 463 (M+H) 4 

mmm 6 3 : \t^m 1-62 

'H-NMR (300MHz, CDC1 3 ) 6 1.8-2.0 (i, 4H). 2.72 (m, 4H), 3.27 (s, 3H), 3.43 
fan. 2H), 3. 5-3.7 (m, 8H), 4.18 (t, 2H), 6.65 (m, 1H), 6.93 (m, 1H), 7.25 (d, 
1H), 7.56 (dd, 1H), 7.94 (d, 1H) 
FAB-MS (m/e) 492 (M+H)* 

mmm 6 4 : itsm 1 - 6 3 

'H-NMR (300MHz, CDC1 3 ) 6 1.8-2.0 On, 4H), 2.72 (m, 4H) , 3.28 (s. 3H) . 3.5-3.8 
(m. 10H). 4.21 (t, 2H), 6.52 (in, 1H). 7.18 On, 1H), 7.29 (d, 1H), 7.57 (dd, 
1H), 7.96 (d, 1H) 
FAB-MS (m/e) 455 M + 

%mm 6 5 : it&m 2 - 1 (D£f& 

9-ifJhl,U,4-fh7t Yut>)V)Vj-)V-§-ti)VX>m 2. 30 g t 2- (2- 
75;ih+y)x^y-Jl/ 1. 00 g ^y^f^MT^ H 30mLtCigfl?U £ 

^wsc mmm) 1. si g op^stm. 5 mmnw&. **An&fozw±\. 
it. ^mm^mm^)v-cm\hLr, tkt3ii> mn-k&fcr 1 m$c&&. mee 

DD^> = 5/9 5) r-mmL7)Vz2-)V 1.86 g 
yK\ZZ.<D7)l-3-)]/ 1. 55g£k°U^> 10 mL \Z®ML. h;i/X>7JU*^;l^ 

;i/T»tiJUT, lNffiHT 1 HU 7KT 3 IhK g&frft&zkT 1 m$t&&. i)±i^t 
Thv7-h 1.79g£#£ 0 h->7-h 91 mg i 3-^^^yb-l. 2,4-hUTV 
19mg £7iz h-HJJU 3 ml £Jg#U h'Jx^JU7S> 0.034 mL £JP*. 
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90-100 9 mmtmvtc, *-eRfow±'&. Gmmzmm^fr-em&L-? 

VrtyT-J-J'llZ {ffiMX?-)l<Dfr) T"mmLit£y>}2-l (18 mg) 

'H-NMR (300MHz, CDC1 3 ) <5 1. 30 (t, 3H), 1.8-2.0 (m. 4H), 2.70 (b, 4H) , 3.28 

(t, 2H),3.66 (bs, 4H). 3.76 (t. 2H), 4.05 (a. 2H), 6.90 (b. 1H). 7.24 (d, 

1H), 7.60 (dd. 1H), 8.00 (s, 1H), 8.04 (d, 1H) 

FAB-MS (in/e) 414 (M+l) 

mmm 6 6 : its® 2-2 

'H-NMR (300MHz. CDC1 3 ) 6 1.32 (t, 3H) , 1.8-2.1 (m, 4H). 2.20 (m, 2H). 2.7-2.8 
On, 4H), 2.71 (t, 2H), 2.92 (t, 2H), 3.60 On. 2H), 4.08 (q. 2H). 4.16 (t, 
2H). 6.63 (t. 1H). 6.96 (s. 1H). 7.06 (s. 1H). 7.26 (d. 1H). 7.56 (s, 1H) . 
7.57 (dd. 1H). 7.95 (d. 1H) 
FAB-MS (m/e) 397 (M+l) 

%m&\ 6 7 : it£® 2-3 

'H-NMR (300MHz. CDC1 3 ) 6 1.31 (t. 3H) . 1.8-2.0 (m, 4H). 2.70 (ra, 4H), 3.12 
(t. 2H). 3.70 (m. 6H). 4.07 (a. 2H). 6.85 (m. 1H), 7. 02 (s, 2H). 7.24 (d, 
1H). 7.60 (dd. 1H). 7.99 (d. 1H) 
FAB-MS (m/e) 412 (M) 

mmm 6 8 : its® 2-4 ms^® 2-5 

-m-T-hyV-frZm^ZZ.tlzJ:*), \5\m\zVTlt£®2 -4 tits® 2 - 5 
%mtz. fc<&®2-4tit£®2-S\Z7U^Z7^4 7 TLC (@fi£X5P;iO Tft 

82 



WO 00/63171 



PCT/JP00/02573 



2-4 

'H-NMR (300MHz, CDC 1 3 ) <5 1. 33 (t, 3H), 1.7-2.0 (m, 4H), 2.72 (m, 4H), 3.67 
(m, 4H), 3.83 (t, 2H), 4.10 (q, 2H), 4.31 (t, 2H). 5.22 (bs, 1H), 6.56 (t, 
1H), 7.26 (d, 1H). 7.53 (dd, 1H). 7.94 (d, 1H) 
FAB-MS We) 398 (M+l) 
{t&M 2-5 

'H-NMR (300MHz, CDC1 3 ) 6 1.33 (t, 3H), 1.7-2.0 (m, 4H), 2.72 (m, 4H), 3.65 
(m, 4H), 3.97 (t, 2H), 4.0-4.2 (m. 4H), 4.61 (t, 1H). 6.70 (t, 1H), 7.28 (d, 
1H). 7.56 (dd, 1H). 7.99 (d. 1H) 
FAB-MS We) 398 (M+l) 

6 9 : {t£$l 2-6 (Dt3$, 
mMMQ 5Tl#e>nfchv^-h l. 27 g£v*^ JURATS K8mL lC^fi¥U 
7i?iti-hVOA0. 51g^JP^T^J lOOroftfl&T 1. 5 Pf P B lR/fc3i±fco RfoU 

15 mL \Z®mV 10*/\'?>^Afgttj^ 150 mg ^iPATK^Sg^TK^B^b (3? 

/8 5) rmnbX7B.>Q. 56 g 

£©75 > 140 mg£7izhxMJ;P5 ml ldi£#PU U r>A 117 mg* £ 

DD'J >&^X3S>l/0. 08 mL £jJD;LT^fiT 5 P#P^#Ufc. Kf&jg^tCTKS: 
mXTKfo%W±Ltz'&. g^X^UTttffibfCo ^l?:^^7KT75fe^ 
ic^MSfcU t#e>nfc^jS^^l//^x^^ TLC U^y-Jl'/^DaMA 
= 1/9) TM^LT^b-&^)2-6 (79 mg) £#fco 

'H-NMR (300MHz, CDC1 3 ) 6 1.2-1.4 (m, 9H), 1.8-2.0 (m, 4H), 2.70 (m, 4H), 
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3.0-3.2 (m, 3H), 3.55 (t, 2H). 3.68 (b, 4H), 4.0-4.2 (m, 6H), 6.65 fan, 1H), 
7.25 (d, 1H), 7.58 (dd, 1H). 7.98 (d, 1H) 
FAB-MS We) 466 (M) 

MMM-1 0 : N--T 7:/Pb>-6-- hP-1. 2, 3,4-xb5bFP#;W\V--Jl'0'& 

i?*-i-)V - *7 • *rS.%)V • Vf-f7f>f-6, 8 3 31 (1 9 2 4) 
m\z& Y) WJB! Lfc 6-- h D-l. 2, 3, 4-r h 7 b K p#;WnV-;K5. 04 g) * 50 mL 
<D7-th>\Z®ML, 2. 25g©*Bt^*>J^A> 8.45gO«fc5^-f V7°ob 0 ^$r 
JPA, 50ri£jD21LT3P#RgiB#bfco £*ttl3**lnA, WfflLfcttSISr^fe, 
2. 60 g O N--f 7 7*D b;U-6-n h P-l. 2. 3, 4-x h 7 b K P#JW\* V*-JI/£t#fc. 

H«J 7 1 : V 7°P b^-6-7 5 y -1. 2. 3. 4-x h ? b H p£;WW-;KD-& 

N-fVyob;i/-6--hn-l, 2, 3, 4-xh7b KD*;W\*V-;i/ (2. 60 g) £ 100 

9na**>/mWLX.7)l=7/3) T*SS8U 1. 35 g © IW V^o b*JW6-7 
5 2. 3, 4-fh7kKD*MV-;^#fc. 

m&M7 2 : N-< V t!JH-7 x y + y * Jl/*-Jl/7 57-1, 2, 3,4-xh^b 

N-<f V7°P bMU-6-7S 7-1, 2. 3, 4-r h 7 b H P*;W\*V*-;i/ (9. 84g), 5. 05g 
£>HJX3^U75>£ lOOmL <DzS?UU*#>\Z®mL, 7. 85g <D^7 P u¥&7 
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^jg^^s^H^^ffv^ 2.27 g (DN-ryyatf;i/-6-7xy+->^;i/#-ji, 

7 5 7-1, 2. 3, 4-Th7kKD*^AV-Mffc. 
7 3 : fc£^4 - 1 <D&$L 

N-r v b°;w6-7 x y * ~>#;i>fc^7 s y -l, 2, 3,4-fh7tHn^ 

(88 mg) £3 mLOS^cmy^X 7-fe h- h U ;i^"&i£ (1/1) 
i£fi¥U 40*©y3 L ^75>y*/->>W&$ (96 mg) &JP^Ta«*frfcT 8 B# 

mmwvtco frmm&^wemwv. m\hLrz^ B ^mnt>. jth-hu^tist 

#UT 63 mg<Dik&y>)4- 1 

'H-NMR (300MHz. CDC1 3 ) <5 1. 60 (d. 6H) . 1.8-2.0 (m. 4H) . 2.68-2.82 (m+d. 7H), 

4.62 (sep. 1H). 6.10 (br. 1H), 6.96 (dd. 1H), 7.34 (d, 1H). 7.41 (d, 1H) 
FAB-MS (m/e) 285 (M) + 

MM®\ 7 4 : itS® 4-2 <D&& 

N--f y y □ kr;w6-7 x y ^ - ;i/7 sy-i, 2, 3. 4-fh7t Ho* ;w\* 

(88 mg) &i?t7un*?>lzmML. 31 mg Oh H D^x^jl^S >£ 

ll£Jil#>> 7-fe h~ HJ^TSfc&bT 35 mgtfMfc£-^4 - 2 

'H-NMR (300MHz, CDC1 3 ) 5 1.60 (d, 6H), 1.8-2.0 (m, 4H), 2.66-2.82 (m, 4H), 

3.38 (m, 2H). 3.71 (t, 2H), 4.62 (sep. 1H), 5.12 (t, 1H). 6.28 (br, 1H), 6.96 

(dd, 1H). 7.36 (d, 1H), 7.41 (d, 1H) 

FAB-MS (m/e) 315 (M) + 

nm&]7 5 :4t£%)4- 3 (D%J& 
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nMM7 4*0DIEj$T, k HD+->xW5>©^Dl:k Fa*->:/3MU 

'H-NMR (300MHz, CDC1 3 ) <5 1. 50-1. 80 (m+d, 10H) , 1.8-2.0 (m, 4H), 2.66-2.82 

(m, 4H), 3.26 (tn, 2H), 3.66 (m. 2H), 4.62 (sep. 1H), 6. 15 (br, 1H), 6.96 (dd, 
1H), 7.32 (d, 1H), 7.41 (d, 1H) 
FAB-MS We) 343 (M) + 

mmm 7 6 : itsm 4-4 <d&i$, 

HJJl^ffl^ ^«HIS^J7 4 £|^t;:LTte£^4-4£^i£L/i. 

'H-NMR (300MHz, CDC1 3 ) 5 1.59 (d. 6H). 1.6-2.0 (m, 6H), 2.37 (t, 2H), 2.7-2.8 

(m, 4H), 3.31 (t. 2H), 4.61 (m. 1H), 6.92 (dd, 1H), 7.30 (d, 1H), 7.42 (d. 

1H) 

FAB-MS We) 338 (M) + 

%mm 7 7 : it&m 4-5 <D&f& 

yiw^ >zm\,\ mznmm 7 4 tmm\zLxit^m4 - 5 z^^tc. 

'H-NMR (300MHz, CDC1 3 ) <5 1. 57 (d, 6H). 1.8-2.0 (m, 4H), 2.6-2.8 (m, 4H). 3.42 

(t. 2H), 3.54 (m, 4H), 3. 66 On, 2H), 4.59 (m, 1H). 6.95 (dd, 1H), 7.33 (d, 
1H), 7.38 (d, 1H) 
FAB-MS We) 359 (M) + 

7 8 : it^m 4-6 <D£>&L 
$mm7 4^d)WM.X. k FD+yXWS>O^Ol:-f 77*0 tf;W 7JP 

*-)izf?)i72.>z%^. mtmmm7 4tmm\zLxit^4-6^-t^.L 
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'H-NMR (300MHz. CDC1 3 ) 6 1.60 (d, 6H), 1.52-1.68 (m+d. 10H), 1.8-2.0 (m, 4H), 
2.66-2.82 (m, 4H), 3.10-3.26 (m, 4H), 4.56 (t, 1H), 4.62 (sep. 1H), 4.75 (br, 
1H), 6.15 (br, 1H), 6.96 (dd, 1H), 7.32 (d, 1H), 7.41 (d. 1H) 
FAB-MS (m/e) 448 (M) + 

%mm 7 9 : 4-7 <D£$L 

'H-NMR (300MHz. CDC1 3 ) 6 1.57 (d. 6H). 1.8-2.0 On, 4H). 2.64-2.78 (m, 4H). 
4.50-4.62 (m, 3H) , 5.93 (br, 1H), 6.61 (br. 1H), 6.98 (dd. 1H), 7.17 (ddd. 
1H). 7.32-7.40 (m, 3H). 7.67 (ddd. 1H), 8.46 (dd. 1H) 
FAB-MS We) 363 (M+H)* 

mmm s o : it^m 4-8 <d^$l 

HWJ7 4*<DtZmr, t HP^vX^7 5>©^t>D{c3-tfi3U^7^> 
£ffiV>> m$MffiW7 4tmWzLTit£V>)4-8Z&f8.LTzo 
'H-NMR (300MHz, CDC1 3 ) 6 1.57 (d, 6H), 1.8-2.0 (m, 4H), 2.64-2.78 (m, 4H), 

4.42 (d. 2H). 4.56 (sep., 1H), 5.09 (t, 1H), 6.25 (br. 1H), 6.94 (dd. 1H), 
7.20-7.26 (m. 1H). 7.32 (d. 1H), 7.38 (d. 1H), 7.65-7.68 (m, 1H). 8.4-68.49 
On. 2H) 

FAB-MS (m/e) 363 (M+H) + 
%Mm 8 1 : 4-9 <D<&f& 

%m^, mtmmm7 4tmm\zvxit^m4-9^^.vrc B 

'H-NMR (300MHz. CDC1 3 ) 6 1.57 (d. 6H). 1.8-2.0 (m, 4H), 2.64-2.78 (in. 4H). 

4.43 (d, 2H), 4.56 (sep., 1H). 5.24 (t, 1H). 6.41 (br. 1H). 6.98 (dd. 1H). 
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7.24 (d, 2H), 7.36 (d, IB). 7.39 (d, 1H). 8.50 (d, 2H) 
FAB-MS We) 363 (M+H) + 

m&M 8 2 : ikGVl 4-10 (D&f& 

'H-NMR (300MHz, CDC1 3 ) 51.57 (d, 6H), 1.8-2.1 (m, 6H), 2.65 (m, 2H), 2.73 
On, 2H). 3.19 (da. 2H), 4.00 (t. 2H). 4.58 (m, 1H), 5.02 (m, 1H), 6.46 (bs, 
1H), 6.92 (s, 1H), 6.93 (dd. 1H). 7.03 (s, 1H), 7.34 (d, 1H), 7.36 (d, 1H), 
7.63 (s, 1H) 
FAB-MS We) 379 (M) + 

mmm 8 3 : 5 - 1 

%WH1 1 -VnZtltz N-fV^afJW6-7 5y-l, U,4-fh7tKnM 
JV/—JV (228 mg), 161 ig©i?^^7Sy*^-^D7'f 152 mg<D 
HJx^;P7S>£ 2mLOv^DD^^>lc:^b, ^tST— iftjf#bfc, KJS 
«te*EETfcT»«Lfc«fc»»X^£Ja*, W«g)f £ lOX0*X>B&*&i& 

nn^^>/K^x5 1 ;i/=8/2) Tttfllbfcl£, v J ^nn^^>f\^-th>(7) 
S£J£ito&>&?S*£i&£fT K 78 mg 0ffc£&5 - 1 

'H-NMR (300MHz, CDC1 3 ) 5 1.57 (d, 6H). 1.80-2.00 (m, 4H), 2.64-2.74 (m, 4H), 
3.04 (s. 6H), 4.56 (sep. , 1H). 6.25 (br. 1H). 7.02 (dd, 1H). 7.31 (d. 2H), 
7.46 (d, 1H) 
FAB-MS We) 299 (M) + 

mmm 8 4 : its® 5-2 <d#j& 
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'H-NMR (300MHz, CDC1 3 ) 5 1.18 (d, 6H) 1.54 (d, 6H), 1.80-2.00 (m, 4H). 
2.60-2.80 (m, 4H), 2.86 (s, 3H), 4.46-4.68 (m. 2H), 6.40 (br, 1H), 7.02 (dd, 
1H), 7.30 (d, 2H), 7.46 (d, 1H) 
FAB-MS We) 327 (M) 4 

MMM 8 5 : 5-3 

'H-NMR (300MHz. CDC1 3 ) 5 0.94 (t, 3H), 1.25-1.45 (m, 2H), 1.57-1.70 (m+d, 
8H), 1.80-2.00 (m, 4H). 2. 60-2. 80 (m, 4H), 3.01 (s, 3H), 3.38 (t, 2H), 4.55 
(sep.. 1H). 6.28 (br. 1H). 7.02 (dd. 1H), 7.32 (d. 2H). 7.48 (d. 1H) 
FAB-MS We) 341 (M) 4 

8 6 : ik^m 5-4 CD^fiS 

•H-NMR (300MHz. CDC1 3 ) 5 1.52 (d. 6H). 1.80-2.00 (m. 4H). 2.60-2.75 On. 4H). 

3.04 (s. 3H). 3.50 (t. 2H). 3.80 (t. 2H). 4.55 (sep.. 1H). 7.02 (dd. 1H). 
7.10 (br. 1H1.7.31 (d. 2H). 7.44 (d. 1H) 
FAB-MS We) 329 (M)* 

mmm 8 7 : 5-5 

mmm7 4 4 , <2§E$T> tHo^yXfJl/7$>^Ol: N.N.N'-bU*^ 

•H-NMR (300MHz. CDC1 3 ) 5 1.54 (d. 6H). 1.65-1.90 (m. 6H). 2.28 (S. 6H), 2.39 
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(t. 2H), 2.60-2.75 (m. 4H), 2.91 (s. 3H). 3.39 (t, 2H), 4.52 (sep. 1H), 7.01 
(dd. 1H), 7.27 (d, 1H), 7.57 (d, 1H), 9.36 (br, 1H) 
FAB-MS We) 370 (M)* 

mmm 8 8 : 5-6 (d^&l 

'H-NMR (300MHz, CDC1 3 ) 61.55 (d, 6H), 1.60-2.00 On. 8H), 2.60-2.80 (m, 4H), 
3.00 (s, 3H), 3.41 (t, 2H), 3.70 (t, 2H). 4.54 (sep, IB). 6.50 (br, 1H). 7.03 
(dd, 1H). 7. 30 (d, 1H), 7.46 (d, 1H) 
FAB-MS We) 358 (M+H) + 

mmm s 9 : \\&® 5-7 <d^& 

4-75M-^ S-)V (8.0g) & \WriL<D*9 S-)V\zmm\sX*tiiL* ZL 

z\\z 39 g©-^K^-t-^;P€r^o< Din*.fc 0 £i&T 1 i5rai*#S£»8U 

-> U * y M & & u~? h tf z?7 4 — (MeOH : CHC 1 3 = 1 : 20) TKjfiUft£ £ Rfc Hfc. 
£>*lfc Boc ft: (9.0 g) £ 500 mL OEn7773l:tD, ^ilitT 100 mL 
(Om^f-h^h h'077>, 4.4 g ©zk^<fcU^AX;^-?A£JJD*- 60*0 

r-m&LTzWL&mt&Lfco £e»tc*^y-;p doomL) ^jpat^l, 9. 8g 

(^^/-jV:^aa*K) K:«fcDH»bT 4. 25 g © N-Boc-N-* ^;W7^ 7 

ff^tlfc N-Boc-N-^^JUT^yy^y-^ (4. 00 g) 5: 200 mL ©HP777, 
3tc£D> ^S^UT35mL©»T"h^t Fo77>Mb, 60X**^± 
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HJ^A (1. 77 g) £iDA, 1ST 30 #J!#L/i. M^T, 1. 87 mL OBVit* 

H^SbT 4. 25 g <D N-Boc-N-^^W-N-^ b*>-7?)V7 = 

#£>*lfc* h*v# (956 mg) £ 10 mL cDv^^>t'^b, 20 mL 

7^>T4 5 ?fltfe^ 3i®U MJETfCTigiSSLfc. 20 mLW^DO* 

;UA^f£«fl?U ill 7 2T*#£>ftfc N-f V^O tfJl/-6-7x/ + ->*;i/^ 
-;i/7 5y-l. 2, Hn7j;WN'^-^ (95 mg) £iD*T 1 PtFalMM 

^+f>=4/6) [CfcOfflSSbT 202 mg ©<b^«J 5 - 7 £t#fco 

'H-NMR (300MHz. CDC1 3 ) (51.55 (d, 6H), 1.6-2.0 (m, 8H), 2.6-2.8 (m. 4H), 3.00 

(s, 3H), 3.36 (s. 3H). 3.40 (t. 2H), 3.47 (t, 2H), 4.54 (m, 1H). 6.63 (bs. 

1H). 7.04 (dd. 1H). 7.30 (d, 1H), 7.45 (d. 1H) 

MS (m/e) 371 (M) FAB-MS (m/e) 370 (M) + 

mmm 9 0 : 5-8 <d^$l 

H»J8 8T*^b^b^tl5-6 (195 mg) £ 5mLOt!U v>H^b> 50.6 

U ^X^TJSmb, IN &ir?2[iK *&£Mft:&i&7KT 1 III 

SM)£¥it§rf y^WM75 H 5 mL K*£fi?U 106 mg ©7 

v^hU^A^iO^., 90r<D^T30#M*Ufc. TKTR&^ltU Six 

^«^vU7Jy;V*^A^o h^^y^r- (^on^A) t^J:«3MS5t. 
7vMi (205 mg) £#fc„ ff^nfcTv^ (205 mg) £ 6 mL ©x^ J-Mz 
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^707h^57^- (/^/-^/^DD^A=1/9~1 5/8 5) ££0 
*fg!LT 138 mg CD^^^J 5-8 £f§£. 

'H-NMR (300MHz, CDC1 3 ) 61.3-1.6 (m. 4H), 1.52 (d, 6H), 1.8-2.0 (m, 4H), 2.43 
(m, 2H), 2.6-2.7 do. 4H), 2.93 (s, 3H), 3.24 (t, 2H), 4.53 (m, 1H). 6.80 (br, 
1H), 7.05 (dd, 1H), 7.32 (d, IB), 7.41 (d. 1H), 8.01 (b, 2H) 
FAB-MS We) 357 (M+H) FAB-MS We) 370 (M) + 

9 1 : 5-9 <Z)£j& 

^JfrW 7 4 # ©BB3fiT?> t h'n^yXW =• ><Dftt> 0\Z3 -*?)V7 5 J "f 

■H-NMR (300MHz, CDC1 3 ) 6 1.55 (d, 6H). 1.80-2.00 (m. 4H), 2.65-2.80 (m, 6H), 
3.20 (s, 3H), 3.71 (t, 2H). 4.58 (sep. , 1H), 6.39 (br. 1H). 7.02 (dd, 1H), 
7.32 (d, 2H). 7.44 (d, 1H) 
FAB-MS We) 338 (M) + 

nmm 9 2 : K&m 5-10 

2 _ (2 -7?yxh + y) x^/-;U (4.19 g) * 10 mL © Wl'X^fc&tfU 
2.84 mL O^V^^vA^-J^niJ F&iHAfc. 1 EW«# b& 

^_ (^y_;p/£nn#;Wx=l/2 O) £«k OflbT 2. 61 g <D1>i?)V 
X\Z. &znrc*>i?)l'**i'*)\'tf=-fr7$yfc (0. 96 g) £ 200mLHn7 

310 mg (D7K^b'J5 1, 7A7;l/5xt7A^i0o< DJDA, 60'ClCin^L 30 #}t# 
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^«t«8«uc. ^m^mm-^z\tu< 10 mL a 

-1,2,3,4-f h7kHa*M 4 /-^ (150 ng) *UDAT 1 2^MJP*fta8ttL/fc. 
^y_;i / //7 0D*;UA= 1/9 9 - 2/9 9) fc«k DflMttbfcffc, WJiJ^JV 

ii7DYh^77^-(^^y - ji//7 n d*m= 5 / 9 5)\z&vnmL, 

132 Bg©flS#»5- 1 OSfcfc. 

'H-NMR (300MHz, CDC1 3 ) 5 1.57 (d, 6H), 1.8-2.0 (m, 4H). 2.6-2.8 On, 4H), 3.03 
(s.3H), 3.59 (t, 2H), 3.72 On. 4H), 3.83 On, 2H), 4.57 (m, 1H), 7.03 (dd, 
1H), 7.32 (d, 1H). 7.48 (d. 1H) 
FAB-MS We) 373 (MP 

mMM9 3 : fc^m 5 - 1 1 0£J& 
^Jg^J9 2 4 , £>fSj£T\ 2- (2-75 7 X h^y) / - JKD^fc 0 !ly ^ HA 

'H-NMR (300MHz, CDC1 3 ) (5 1.55 (d, 6H), 1.3-2.0 (m, 14H). 2.6-2.7 On, 4H), 

2.88 (s, 3H). 4.15 On. 1H), 4.56 On, 1H). 6.24 (bs, 1H), 7.01 (dd, 1H), 7.30 
(d, 1H), 7.52 (d. 1H) 
MS We) 367 (M) + 

mmm 9 4 : 5-12 <d^$l 

$mm 9 2 ^(DIB^T, 2- (2-7 5 / lh*'»x^; -JK&ftbD trans-4- 

•H-NMR (300MHz, CDC1 3 ) 5 1.55 (d, 6H), 1.4-2.1 On. 12H), 2.6-2.7 On, 4H), 

2.86 (s.3H). 3.59 On, 1H), 4.24 On, 1H). 4.55 On, 1H), 6.24 (bs. 1H), 7.01 
(dd. 1H). 7.30 (d. 1H), 7.50 (d, 1H) 
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MS (m/e) 383 (M) + 

mmm 9 5 : 5-13 0^ 

'H-NMR (300MHz, CDCI3) 5 1.54-2.0 (m+d, 10H), 2.65-2.80 (m, 4H), 3.03 (s, 

3H), 3.30 (dd, 1H), 3.61 (dd, 1H). 3.82-3.90 (m, 1H), 3.92-4.01 (m. 1H), 

4.08-4.16 (m, 1H), 4.52 (sep. , 1H), 6.98 (dd, 1H), 7.28 (d, 1H), 7.50 (d, 
1H), 8.05 (brs. 1H) 
FAB-MS (m/e) 369 (M) + 

W&®\ 9 6 : It&m 5-14 

48t,1 9 9 9l, (199 2 ^) fBiEO^TIt^nS 

'H-NMR (300MHz, CDC1 3 ) 5 1.40-1.54 (m, 2H), 1.55 (d, 6H), 1.56-1.70 (m, 4H), 
1.78-2.00 to, 4H), 2.45-2.60 (m, 6H), 2.60-2.80 to, 4H), 2.98 (s, 3H), 3.39 
(t, 2H). 4.54 (sep, 1H). 7.09 (dd, 1H). 7.30 (d, 1H), 7.44 (d, 1H), 9.48 (brs, 
1H) 

FAB-MS (m/e) 397 (M+H) + 

9 7 : it£%>} 5-15 

4*<Dm&T\ t h* n^yXf^75 >©ftb D (It h 7A K □ >i. 
4 8t> 1 9 9 91, (1 9 9 2^)|H«©^T#^n^(2-(4-N-^^;Hi e ^^ 

'H-NMR (300MHz, CDC1 3 ) 5 1.55 (d, 6H), 1.75-1.95 (m, 4H), 2.31 (S, 3H), 
2.40-2.80 On, 14H), 2.98 (s, 3H), 3.41 (t, 2H), 4.54 (sep.. 1H). 7.12 (dd, 
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1H), 7.31 (d, 1H), 7.43 (d, 1H), 8.98 (br, 1H) 
FAB-MS (m/e) 412 (M+H)' 

mmm 9 8 : itsm 5 - 1 6 <d£& 

4 8#, 1 9 9 91, (1 9 9 2^)fBife(D^feTf#^n^)(2- ; &;^'jyx^) 

'H-NMR (300MHz, CDC1 3 ) 5 1.55 (d, 6H), 1.75-1.95 On, 4H), 2.55-2.80 (m, 10H) . 
2.99 (s. 3H), 3.43 (t. 2H), 3.70-3.80 (m, 4H). 4.54 (sep., 1H), 7.06 (dd, 
1H), 7.31 (d, 1H), 7.45 (d, 1H). 8.72 (brs, 1H) 
FAB-MS (m/e) 399 (M+H) 4 

9 9 : 5-17 <Z)£-J& 

mMM9 2*<DmmT\ 2- (2-7$;xh + y) x^/-;KDttfr«3 112-7 5 

■H-NMR (300MHz, CDC1 3 ) 5 1.56 (d, 6H), 1.8-2.0 (m. 4H), 2.6-2.8 (m, 4H). 3.04 
(s,3H). 4.56 On, 1H). 4.64 (s, 2H). 6.36 (bs. 1H), 7.03 (dd, 1H). 7.24 (d, 
1H), 7.32 (d, 1H), 7.46 (d, 1H). 8.58 (d, 2H) 
FAB-MS (m/e) 376 (M) + 

10 0: 4k£>® 5-18 (D£>& 

■H-NMR (300MHz, CDC1 3 ) 5 1.55 (d, 6H), 1.75-2.00 (m. 4H), 2.60-2.80 (m, 4H), 

2.98 (S. 3H), 3.15 (t, 2H). 3.86 (t. 2H) , 4.54 (sep, 1H) , 7.05 (dd. 1H). 7.18 

(ddd, 1H). 7.23 (d. 1H), 7.30 (d, 1H), 7.47 (d, 1H), 7.63 (td. 1H), 7.80 (brs, 
1H). 8.62 (dd. 1H) 
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FAB-MS (m/e) 391 (M+H) + 

%W\ 10 1: ft&m 5-19 <D&f& 

'NxPlM^l" ^5 7. 2 7#, 1 4 71, (1 9 9 0f) EftO^ft 

'H-NMR (300MHz, CDC1 3 ) 5 1.54 (d, 6H), 1.78-1.98 (m, 4H), 2.65-2.75 (m, 4H), 
2.86 (t, 2H), 2.94 (s. 3H), 3.60 (t, 3H). 4.56 (sep. 1H), 6.40 (br, 1H), 
6.98 (dd, 1H), 7.15-7.30 (m. 3H), 7.48 (d, 1H). 7.66 (ddd, 1H), 7.788 (brs, 
1H), 8.64 (dd, 1H) 
FAB-MS (m/e) 391 (M+H) + 

mmm 102: 5-20 <dg& 

«#]7 4<f ©iE>£T, t Fa*->x^7S><Dft*)fr)k: 4-(2-/?;>75 

'H-NMR (300MHz, CDC1 3 ) a 1. 55 (d. 6H), 1.75-2.00 (m, 4H), 2.65-2.80 (m, 4H), 
2.92 (t, 2H), 2.96 (S, 3H), 3.64 (t, 2H), 4.56 (sep, 1H). 6.18 (brs, 1H), 
6.89 (dd, 1H), 7.20 (d, 2H), 7.31 (d, 1H), 7.40 (d, 1H). 8.52 (d, 2H) 
FAB-MS (m/e) 391 (M+H) + 

mmm 103 : 5-21 

mmM8 812«©#ffiK:«fc0&£nfcTfc£JBl5- 6 (195 mg) 5 mL <D tf ' J 
U 50. 6jli1 ©^^>^^;i/^D'J HSrJPA, MT 2. 5 «pM« 

< 5 iL fiD^^^Jl/A75 Ffi:*tfU 111 mg C7^M 5 U ^ASrlP 
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'H-NMR (300MHz, CDC1 3 ) 6 1.55 (d, 6H), 1.6-2.0 fan. 8H), 2.6-2.7 fan, 4H), 3.01 
(s, 3H), 3.44 (t, 2H), 3.75 (t, 2H), 4.54 (m, 1H), 6.43 (bs, 1H), 7.07 (dd, 
1H), 7.27 (d, 1H). 7.48 (d. 1H), 7.70 fan. 2H), 7.83 fan, 2H) 
FAB-MS We) 486 (MP 

mfcm io4: \t^m 5-22 <d^j& 

j_ (3_ 7 5 y y □ >f = (5.00 g) £ 40 iL h U )V\Z& 

ML. 5.03 g^^zK^^hU^A^jP^'^bfco 6. 55 mL (DiyVfrtti/ 
7j;i/#x;i^oU F&i$>o< DintfU 1 »JiS:«JES* 

U7KT*«?Ufc. TRT^fR&St^X^TJfiaJU #«"J***J:tflSftA** 

- (^^y-;u/^oo3j>ji/A=i/2 o) c«kDfll«bT-^>s?;i'^>'*^ 

tf=.)V7$/# (9.28 g) Srflfcc 

^fc#e.nfc^>v f ^+>'*;^XJU7Sy#: (1.31g) £ 200mLcD=P:7 
?XZi\z£K>&mW&Lfzo i*fh5tKn77> (15 mL) fcflll*., 
336 mg (DTkmitV^V&rJVSL-iyA&fy^K 9JD;L. 60 t C{Cln^b 30 #8I# 

iCgftfU 230 mg © N-^yyPtr;W6-7xy4 t S/*;U#x^75/-1.2,3.4- 

^h^t Fufi)wv;-)vtt>b\z Lsmmmmwv&vfzo r^*«jett» 

2 0) C«fcDH»bT 220 nig 5 - 2 2 

'H-NMR (300MHz, CDC1 3 ) (51.58 (d, 6H), 1.8-2.0 (a 4H), 2.10 On, 2H). 2.72 
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On. 4H), 3.01 (s, 3H). 3.48 (t, 2H), 4.04 (t, 2H), 4.58 (m, 1H), 6.30 (bs, 
1H) , 7. 00 (s, 1H) , 7. 05 (dd, 1H) , 7. 09 (s, 1H) . 7. 35 (d, 1H) , 7. 46 (d, 1H) , 
7.54 (s, 1H) 
FAB-MS (m/e) 394 (M+H)* 

mmm 1 o 5 : its® 5-23 

2-75 7X^;-Jk (7. 2mL) £ 20 mL © h Jl/XMc^bTftftU 
^^i'^l'tfx^n'J H (7. 2mL) £ b^X>(40mL) ©jg-&?££t$o < DM 

= l/lOU£%L^n&&hT^>V)V**i'X)V#-)V7X;fc (8.20 g) & 

'&t>nt£'<>zS)\'**i'*)\'7$~)l7S.Sft (5.40 g) £30 mLOfcPJ 
zS>\Z®ffih. 6. 33gOh->;P^nU H«riPA 1. 5B#F B 1if^bfco tKT 

SfSSr^ltU g^x^TtttBbT, W^ltrlN m&T*2®, Tkte&Zfmu 
HtJlTkT l @^oifc#&> ^MUbfc. *fTffibfc@#£itgx5P;UTft&-r3 
^C^OmSlU h->?-h (5. 40 g) zmtzo 

m^X, nztitzhisy-h (2.26 g) £ 15 mLOT-feSxhUJWc^U 
654 mg © 3-^*7^-1, 2,4- hU7l/-;K 1.35 mL O h U X^;i/T^ >*HS 

#din*.> 80 < CT7Nf»fibfco Jg&£@£b£^ Tk^iDA, KUxfjvti 

A=l/50) \z£QmmLThV7V-)lWmfc (1.39 mg) £#f Co 

#e>n/i h U 7\7-JUtt&#(552 mg) £ 200 mL HP 7 ^7.3 £ Atl^Hfi&> 
Tk&U 15 mL ©Mzkx h ^ t Fn77X 151 mg ©TKlUfcll ^££7,11/5 xO 
A£2JDX., 7Ot:0?fi?§T3^ii^bfc. ft»X^*ft^ 

98 



WO 00/63171 



PCT/JP00/02573 



20 nL0*nD#;W>fcJg#U 75 ig©N~f y^n^H^iy + y*^- 
^75 7-1, 2, 3, Hn*;i/A7-;l/^JDX.T 1 ttMfflfeSffibfc.&JI 

3/9 7-5/9 5) fCctOffiMLT 116 mg (Dit&® 5 - 2 3 £*§fc. 
'H-NMR (300MHz, CDC1 3 ) 5 1.56 (d, 6H), 1.8-2.0 On. 4H) . 2.6-2.8 fan. 4H). 3.13 
(s. 3H), 3.30 (t. 2H). 3.67 (t. 2H). 4.55 fan. 1H). 7.08 (dd, 1H). 7.33 (d, 
1H). 7.40 (d. 1H). 8.00 (s, 1H) 
FAB-MS fan/e) 412 (M) + 

ni&ffl 10 6: ik^m 5-24 <D%i& 

'H-NMR (300MHz. CDC1 3 ) 6 1.54 (d, 6H). 1.7-1.9 fan 6H). 2.6-2.8 fan. 4H), 2.99 
(s. 3H). 3.53 (t. 2H). 3.62 (t. 2H). 3.96 (b, 1H). 4.54 fan. 1H). 6.70 (bs. 
1H), 7.03 (dd. 1H). 7.30-7.40 fan, 2H). 7.41 (d, 1H) 
MS fan/e) 427 (M+H) + 

10 7: \t&® 5-25 <D&J& 

'H-NMR (300MHz. CDC1 3 ) 6 1.56 (d. 6H). 1.8-2.0 fan. 4H). 2.6-2.8 fan. 4H). 3.09 
(s. 3H). 3.10 (t. 2H). 3.69 (t. 2H). 4.57 fan. 1H). 7.04 (s. 2H). 7.11 (dd. 
1H). 7.34 (d, 1H). 7.43 (d. 1H) 
MS fan/e) 412 (M+HT 

nmm ios : its® 5-26 o&tit, 

%mm7 4+0iffir?> tFD + ylW5>©^?)l; 3-^W5/ 
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'H-NMR (300MHz, CDC1 3 ) 5 1.56 (d. 6H), 1.8-2.0 (m, 4H). 2.6-2.8 (m, 4H), 3.09 

(s, 3H). 3.34 (d, 2H), 3.50 (br. 2H), 3.84 (m, 1H), 4.55 (sep., 1H), 6.98 
(dd, 1H), 7.26 (d. 1H), 7.38 (d, 1H) 
MS (m/e) 359 (MP 

mmm 109 : it&m 6 - 1 <o^m 

'H-NMR (300MHz, CDC1 3 ) 5 1.38 (t, 3H). 1.56 (d, 6H). 1.60-2.00 (m, 8H). 
2.60-2.80 (i. 4H), 3.32-3.46 (m, 4H), 3.68 (t, 2H), 4.58 (sep, 1H). 6.60 (br, 
1H), 7.08 (dd. 1H), 7. 32 (d, 1H), 7.48 (d, 1H) 
FAB-MS (m/e) 372 (M+H)* 

mmm no : it&m 6-2 <d&i& 

'H-NMR (300MHz, CDC1 3 ) 5 1.56 (d, 6H), 1.80-2.00 (m, 4H), 2.60-2.80 (m, 4H), 
3. 48 (t. 4H) , 3. 78 (t, 4H) , 4. 08 n (br, 2H) , 4. 56 (sep, 1H) , 7. 06 (dd, 1H) . 
7. 32 (d. 1H). 7.40 (d. 1H). 8.28 (s. 1H) 
FAB-MS (m/e) 359 (M) + 

ill: \t^m 6 - 3 <d%&l 

'H-NMR (300MHz, CDC1 3 ) 5 1.54 (d, 6H), 1.75-2.00 On, 4H), 2.60-2.80 (m, 4H), 
3. 40 (s, 6H) , 3. 55-3. 70 On 8H) , 4. 54 (sep, 1H) , 6. 94 (dd. 1H) . 7. 30 (d, 1H) , 
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7.44 (d, 1H), 8.14 (br, 1H) 
FAB-MS (m/e) 387 (M) + 

mmmi 1 2 :4ts®7-i<D£i$, 

'H-NMR (300MHz, CDC1 3 ) <5 1.55 (d, 6H), 1.80-2.00 (m, 8H), 2.60-2.80 (m, 4H), 
3. 40-3. 50 (m, 4H) . 4. 55 (sep, 1H) , 6. 14 (br, 1H) , 7. 04 (dd, 1H) , 7. 30 (d, 
1H), 7.50 (d, 1H) 
FAB-MS (m/e) 325 (M) + 

mmm 113: it&m 7-2 d^&l 

'H-NMR (300MHz, CDC1 3 ) 5 1.50-2.00 (m+d, 16H), 2.60-2.80 (m, 4H), 3.50-3.80 
(m, 4H). 4.55 (sep. 1H), 6.15 (br, 1H), 7.04 (dd, 1H), 7. 3 1 (d. 1H), 7.48 (d, 
1H) 

FAB-MS (m/e) 340 (M+HT 

114: it&W 7-3 (D^fc 

'H-NMR (300MHz, CDC1 3 ) 6 1.55 (d, 6H), 1.60-2.00 (m, 12H), 2.60-2.80 (m, 4H), 

3.50-3.60 (m. 4H). 4.55 (sep, 1H). 6.28 (br, 1H). 7.03 (dd, 1H), 7.31(d, 1H). 
7.48 (d. 1H) 
FAB-MS (m/e) 353 (M) + 
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115: 7-4 <D&& 

'H-NMR (200MHz, CDC1 3 ) 6 1.50-2.00 (m+d, 14H). 2.60-2.80 (m, 4H), 3.45-3.80 
(m, 4H), 4.20 (br. 1H), 4.55 (sep, 1H), 6.20 (br, 1H), 7.04 (dd, 1H), 7. 32 (d, 
1H), 7.40 (d, 1H) 
FAB-MS (m/e) 340 (M-HT 

nmm 1 1 6 : 7-5 <ds& 
mmm 7 4 4>©fe>£T\ t h d^x^t 5 >of^t> 0 k (s) - (+) -2-tf o u 

'H-NMR (200MHz, CDC1 3 ) 6 1.50-1.80 (m+d, 7H), 1.80-2.00 (m, 7H), 2.60-2.80 

(m, 4H), 3.45-3.80 (m, 4H), 4.20 (br, 1H), 4.55 (sep, 1H), 6.20 (br, 1H), 

7.04 (dd. 1H), 7.32(d, 1H), 7.40 (d, 1H) 
FAB-MS (m/e) 354 (M-H) + 

mmm in : 7-6 <D&f& 

mmm 7 4 ^oiekBt, t f d^x^mpt 5 >®ttt> d ic ao - h -2-tf □ u 
v^^y-^ffl^ m«^5fi^j7 4ch^iiic-&^tfco 

'H-NMR (200MHz, CDC1 3 ) 6 1.50-1. 80 (m+d, 7H), 1.80-2.00 On, 7H), 2.60-2.80 

(m, 4H), 3.45-3.80 (m. 4H). 4.20 (br, 1H), 4.55 (sep, 1H), 6.70 (br, 1H), 

7.05 (dd, 1H), 7. 32 (d. 1H), 7.41 (d. 1H) 
FAB-MS (m/e) 354 (M-H) + 

mmm 1 is - 7 

mm<n 4*®1ES&T?, t FD^yXW5>O^Dl: 4-t Hn+yt'^ 
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'H-NMR (300MHz, CDC1 3 ) (5 1.50-1. 80 (m+d, 8H), 1.80-2.00 (m, 6H), 2.60-2.80 

(in. 4H), 3.10-3.20 (m, 2H), 3.80-4.00 (m, 3H). 4.55 (sep, 1H), 6.34 (br, 1H), 
6.99 (dd, 1H), 7.32(d, 1H), 7.41 (d. 1H) 
FAB-MS (m/e) 355 (M) + 

mmmi 1 9 : it&m 7-8 <d&& 

MM® 7 4 1 ©Ifij£iiT\ h F n * yifjl, 7 5 ><Dftfc> D \z 3- k K □ * -> bf^ 

'H-NMR (300MHz, CDC1 3 ) <5 1. 50-1. 80 (m+d, 8H), 1.80-2.00 (i, 6H), 2.60-2.80 

(m. 4H) , 3. 30-3. 50 (m, 3H) , 3. 39 (dd, 2H) , 3. 57 (e 1H) , 4. 54 (sep, 1H) . 6. 34 
(br. 1H), 6.99 (dd, 1H), 7. 32 (d, 1H), 7.41 (d, 1H) 
FAB-MS (m/e) 354 (M-HT 

mmm 1 2 0 : it^m 7-9 

y-;u^fflv\ ^«^igM7 4iiHi#{c^bfcc 

'H-NMR (300MHz, CDC1 3 ) 5 1.50-1.80 (m+d, 12H), 1.80-2.00 (m, 4H), 2.60-2.80 
(m, 4H) , 2. 80-3. 00 (m, 1H) , 3. 58 (dd. 1H) , 3. 92 (m. 2H) . 4. 30-4. 40 (br. 1H) , 
4.54 (sep. 1H). 6.98 (dd. 1H). 7. 29 (d. 1H). 7.35 (d, 1H) 
FAB-MS (m/e) 369 (M) + 

mm i2i: it&m 7-10 <d&$l 

■H-NMR (300MHz, CDC1 3 ) a 1. 50-1. 80 (m, 11H). 1.80-2.00 (m, 4H). 2.60-2.80 

(m. 4H), 3.35-3.50 (m, 2H). 3.50-3.62 On, 4H), 4.55 (sep. 1H),6. 60 (br. 1H). 
7.02 (dd, 1H), 7.31 (d. 1H). 7.41 (d. 1H) 
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FAB-MS We) 369 00* 

mmm 122: \t%m 7-11 

'H-NMR (200MHz. CDC1 3 ) 6 1.50-2.00 (i+d. 18H), 2.60-2.80 (m+t, 6H), 
3.50-4.00 fan, 3H), 4.58 (m, 2H). 6.85 (br, 1H), 7.06 (dd, 1H), 7. 36 (d. 1H), 
7.40 (d, 1H) 
FAB-MS We) 384 (M) + 

12 3: 7-12 <D£j& 

^JSM7 4*©fEj£T, k FD*vX^7 5>©ttfc>DlC4-H^U:/>X^ 

'H-NMR (200MHz. CDC1 3 ) <5 1.20-2.00 (i+d. 17H), 2.60-2.80 (m+t, 6H). 

3.70-4.00 (m. 2H). 4.00-4.20 fan, 2H) . 4.56 (sep. 1H), 6.45 (br, 1H), 7.06 
(dd, 1H). 7.36(d, 1H). 7.40 (d, 1H) 
FAB-MS We) 384 (M+H) + 

mmm 124: it^m 7-13 0%®. 

^«J7 4^©IH^T, t Ko^->X^;i'75>©f^t>»3tC4-tr^U v>7 h° 

'H-NMR (300MHz, CDC1 3 ) 5 1.45-2.00 (d, 20H), 2.45-2.60 fan. 5H), 2.66 (t, 2H). 
2.72 (t. 2H), 2.86 (ddd, 2H), 4.15 (ddd, 2H) . 4.55 (sep, 1H), 6.34 (br, 1H), 
6.99 (dd. 1H), 7. 31 (d. 1H), 7.41 (d, 1H) 
FAB-MS We) 423 (M+HT 

nmm 125: its® 7-14 <d£& 
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\t*s mwM&\7 4 tmm\z£j$.Ltz,, 

'H-NMR (300MHz, CDC1 3 ) 6 1.55 (d, 6H), 1.80-2.00 (m, 4H). 2.60-2.80 (m, 4H), 
3. 11 (t, 2H), 3.79 (t, 2H). 4.55 (sep, 1H), 4.58 (s, 2H), 6.25 (br, 1H), 7.02 
(dd, 1H), 7.32(d, 1H), 7.44 
(d, 1H) 
FAB-MS (m/e) 343 (M) + 

nmm 126: its® 7-15 <d-£j& 

'H-NMR (300MHz. dmso-d 6 ) <5 1. 48 (d, 6H), 1.80-2.00 (m, 4H), 2.54-2.60 (m, 
6H), 2.70-2.75 (m, 2H), 3.70-3.75 (m, 4H), 4.55 (sep, 1H), 7.04 (dd, 1H), 
7.33 (d, 1H). 7.38 (d, 1H), 8.29 (s, 1H) 
FAB-MS (m/e) 357 (M) + 

mmm 127 : <t&® 1 - 1 6 oe>f& 

'H-NMR (300MHz, CDC1 3 ) 6 1.21 (d, 6H). 1.55 (d, 6H), 1.80-2.00 (i, 4H), 
2.60-2.80 (m, 4H), 3.30-3.50 (m. 2H), 3.64 (d, 1H), 3.65 (d, 1H), 4.56 (sep, 
1H), 6.40 (br, 1H), 7.06 (dd, 1H). 7. 34 (d. 1H), 7.41 (d, 1H) 
FAB-MS (m/e) 368 (M-HT 

mmm 128: <t%M7 - 1 7 
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'H-NMR (300MHz, dmso-d 6 ) 5 1.50-1.75 (m+d, 8H). 1.75-2.00 (m, 4H), 2.33 (br, 
1H), 2.60-2.75 (m. 5H), 2.80-3.04 (m, 1H), 3.45-3.60 (m, 2H). 3.65-3.90 (m, 
5H), 4.55 (sep. 1H), 6.64 (br. 1H), 6.99 (dd, 1H). 7.31 (d. 1H). 7.39 (d, 
1H) 

FAB-MS (m/e) 385 (M) + 

mmm 129: <t&® 7 - 1 8 o^®. 

'H-NMR (300MHz. CDC1 3 ) 6 1.55 (d. 6H). 1.80-2.00 (m. 4H). 2.60-2.80 (m. 4H). 
2.92 (t. 4H). 3.48 (t. 4H) . 4.55 (sep. 1H), 6.35 (br. 1H). 7.00 (dd. 1H). 
7.31 (d. 1H). 7.42 (d. 1H) 
FAB-MS (m/e) 341 (M+H) + 

nmw 13 0: it^m 7-19 <d$j$, 

'H-NMR (300MHz. CDC1 3 ) 6 1.55 (d, 6H). 1.80-2.00 (m, 4H). 2.37 (s, 3H). 2.51 
(t. 4H). 2.60-2.80 (m, 4H). 3.55 (t. 4H). 4.55 (sep. 1H). 6.32 (br. 1H). 
6.99 (dd, 1H). 7.31 (d, 1H), 7.41 (d. 1H) 
FAB-MS (m/e) 354 (M) + 

13 1: <t&® 7-20 
nmW7 4$><DtmT\ hKD + ylWSXD^Ol: l-(2-tfUv;V) t° 

'H-NMR (300MHz. CDC1 3 ) 6 1.56 (d. 6H), 1.80-2.00 (m, 4H), 2.60-2.80 (m, 4H). 
3.66 (br, 8H). 4.56 (sep. 1H). 6.35 (br. 1H). 6.60-6.70 On, 2H).7.03 (dd, 
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1H). 7.33 (d. 1H). 7.44 (d, 1H). 7.52 (ddd, 1H). 8. 21 (dd. 1H) 
FAB-MS We) 418 (M+H)* 

fmW 13 2: 7-21 <D£f& 

•H-NMR (300MHz, CDC1 3 ) 61.56 (d, 6H), 1.80-2.00 (m, 4H), 2.60-2.80 (m, 4H), 
3.61 (t. 4H), 3.93 (t, 4H), 4.56 (sep, 1H), 6.55 (t. 1H), 7.03 (dd, IB), 
7.33 (d, 1H), 7.44 (d. 1H), 8.35 (d, 2H) 
FAB-MS We) 418 (M) + 

nt&M 13 3: fc£#J 7-22 <D&& 

N . z . x ^/-jl,7S> (1. 57 g) i:N-Boc-hT^7^> (0. 93 g) £50mL<£7 
-fc h - h U Wlgtf&U 1. 39 g <D&W3 U £ A£Jn*-> 5 0*CT 5 H#HI«#Lfc. 

WD7h^77>r- C\^U->/»Kx^=7/3) tiil, 1. 33g© 
N-Z- (N-Boc- tf ^ y ¥ J ) X3\>W7 S > 

#5>n/iN-Z-(N-Boc-tf^^vy)X^75> (1.33 g) £ 5 mL OS?**-* 
>\Z&MLs 5 mL 0 4N&g^:fr3 1 lJ->i§i&£JJ0*-> ^iSTxPf F*S}I#Lfc. S 

ft£iizKBI[Sfc*HJtfATl£&U «BET£T»*8U 610 mg © N-Z-x^7$ 

#6,tl^N-Z-x5 1 ;i/75> (610 mg) tMUM 3 0#&T#fc N-f V^o 
-6-7x/^v*;P^x;P7^y-l, 2, 3,4-x h5k \*uiJ)V/VJ>-)\> (810 mg) 
£3 ml <Di?t7nu**>\zmmV, 232 mg © h U X^JI/7^ >, 3mL(D7-feh 
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fciaW^TKS^ h 'J >>A7K^*iPA, ^7PPj**>TttfflLfc. ttitti** 

7*77^- (a^>/»Sx^=3/7) T»«U 0.53gON--TV^Otf 
;U-6- (2- (N-Z-75 /) X^;W tT^ U 7 5V fc^fc^T 5 /-I, 2, 3, 4-r h 7 1 

±&-V&e>tl1tti)WV/-)Vmmft (258 mg) * 20 mL (D* 9 J -MzmMV. 

somg® mrtyw&mm&uaz.* ^mnmn.r^i smntwhit. zmz* 

^- (^DP*M/^^7-^=8/2~7/3) T»»LT 120 mg © N--f 
V7°P t!;W6- (2-7$yxfM tf^«J 7^/#;U#-;V75 y-i, 2. 3, 4-x h 7 

f#e>tlfeT5>#: (100 mg) Jy^DD/^>l;»U 55 mg (D-TV7°Pt: 
j^M-;^nU b\ 39 mg © h UiW5 >&3bnATM"C 8 ^rlHjft^ b 

;wo»m^dt n^77^-($^pp**>/;**/-;1'=i/i)t«$!Iu 

16 Bg ©ffc^«5 7 - 2 2 

'H-NMR (300MHz, CDC 1 3 ) 5 1.37 (d, 6H), 1.56 (d, 6H), 1.80-2.00 (m, 4H), 2.45 
(t, 4H), 2.51 (t. 2H). 2.60-2,80 (m, 4H). 3.18 (t, 2H), 3.46 (t, 4H). 4.56 
(sep. 1H), 4.86 (br, 1H). 6.50 (br. 1H). 7.01 (dd, 1H), 7.30 (d, 1H), 7.41 
(d, 1H) 

FAB-MS We) 489 (MT 

nmm 134: it&ms- 1 ©^ 

MJyt-^Ad. 27 g)£24 ml ©tKIc^I, 240 ml <D^v7n\f)\,T)V 
P-;k 13.1 g©«»*JnA, 15 »M««$-&fc. »V>T, 
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^T5*;P- Vtf-f 7f^-i, 8 3 3H (1 9 2 4) (D^&KlcfcD 
PIgiUfc 6-X h o-l, 2, 3, 4-xh7t HD*;Wtl/-;P (10. 0 g) SrjQAT 5 l$M 
it#U $^H^b7>^^^A(0. 53 g)X^«»(5. 19 g) £JnA 4P*M«#L 

»fiJ|&£72nl ©xh5fcFD77>£i8#U 5. 66 g <7) h U 
X 5.83 gOtM'jy^^MnU Ft 15 ml ©fh7tFD77>©i 

^□□*^>T»ffibfc.W«JI* 0. 2N &m,zk,#Vv?ffrfo:&&7RTife#U 

-;P®g£iS*n?ifefrU j*£Ett»TS^ttJ:0 5. 64 g <D 
/-1 2, 3. 4-x h7k HD*;w\V-;w*#fc 0 
±IBTt#e.nfc t-^JVXV y*)V7$-)V7B.;-l, 2, 3. 4-rh7tHD*JWN* 
»/-;M503 mg)£ 8 ml Oy^fMMTS FfcJ&flPU 414 ng ©zRBKkfc U 
£A£flnA&«» 237 mg <D3^it^)Vt 8 ml Oy>f;^A75 K©g£ 
mWtZffiTVtzo ^i&T 15»M«»bfcft» tK^JOA, £ 6 lc 2N &&£}IDx.fc 

i^^ B B H LT 89 mg ©ft^t) 8-1 

'H-NMR (300MHz, CDC1 3 ) 5 1.80-2.00 (m, 4H), 2.62-2.75 On, 4H). 3.48 (t, 4H), 
3.60 (s, 3H). 3.75 (t, 4H), 6.35 (br, 1H), 7.04 (dd, 1H), 7.16 (d, 1H) , 7.45 
(d, IH) 

FAB-MS We) 313 (M) + 

mmm 135: 8-2 ©•&$ 

£%0U 3 4T#e»nfc fi-t^U /*;^-^75 /-l, 2, 3, 4-f 1^7 1 H 
□ *;W1 % /— ;K503 Big)* 15 ml Cy/fWA75 FKJSflfU 414 mg ©zK 
K<ft# U £A£Jn;Lfc&, 160#L ©3r7^kX^;WSrfiTbT^T*-Nrr B 11t^b 
feo £J»lc*£iDA, 2NmS££;bnAT4 1 fnLfc^ Bixfjl/TiHJlfc. 14 
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(y^DD^^>/Sll^=l/D TiSb, 138 mg Q<k&® 8 - 2 
fc. 

'H-NMR (300MHz, CDC1 3 ) 5 1.30 (t, 3H), 1.8-2.0 On. 4H), 2.62-2.80 On. 4H). 
3.46 (t. 4H). 3.73 (t. 4H). 4.04 (q. 2H). 6.40 (brs. 1H), 7.03 (dd, 1H). 7.17 
(d. 1H), 7.43 (d. 1H) 
FAB-MS We) 328 (M+H) + 

13 6: it^m 8-3 <D&J& 

1 3 5 tmmzs&Ltz. 

'H-NMR (300MHz, CDC1 3 ) 5 0.92 (t, 3H). 1.76 (m. 2H), 1.80-2.00 (m. 4H), 

2.60-2.70 (m, 4H), 3.47 (t, 4H), 3.74 (t. 4H), 3.94 (t, 2H), 6.33 (br, 1H). 
7.02 (dd, 1H), 7. 17 (d, 1H), 7.43 (d, 1H) 
FAB-MS We) 341 (M) + 

%mm 13 7: 8-4 O^fifc 

mffiM7 lTi^nfc N-^V^nt!;H-75y-l, 2. 3, 4-fh7h Fu%)V 
A ^/_;j / (2.28gK 1. 80 gtZM-^WfrU ;t))V#-)l?Uy-( h\ 1. 20 g O h 
UX^;i/75 >£ 20 mL^xK^t }*U7 7>\Z®ML, ^fiT-^M^tfc. 

mm. m^xmmmm^mi- h y A*^^T'^#bTii7j<M^- h u 

ig: v^oD^^>/g^mx^;p=8/2) Tffigfbfclg, x*/-;i^e>m§ 

H H H ^ff K 1. 30 g (Dit&m 8-4 

'H-NMR (300MHz. CDC1 3 ) 5 1.55 (d. 6H), 1.80-2.00 (m. 4H). 2.62-2.75 (m. 4H). 
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3.48 (t, 4H), 3.75 (t, 4H). 4.55 (sep. 1H) . 6.27 (br, 1H), 7.00 (dd, 1H), 
7.32 (d, 1H), 7.41 (d, 1H) 
FAB-MS (m/e) 341 (M) + 

H»J 13 8: 8-5 <D&1& 

mZMIfcM 7 1, 13 7 \Z Lfrtf-DTffim\z£l$.LtZo 

'H-NMR (300MHz, CDC1 3 ) 5 0.93 (t. 3H), 1.34 (m, 2H), 1.69 (m, 2H), 1.80-2.00 
(m, 4H), 2.68 (m, 4H), 3.48 (t, 4H). 3.75 (t. 4H), 3.97 (t. 2H), 6.29 (brs, 
1H), 7.02 (dd. 1H), 7.16 (d, 1H), 7.43 (d, 1H) 
FAB-MS (m/e) 355 (M) + 

%ffiM 13 9: 8-6 (D-Sfc 

mtmmm 135 tmwz&f&Lrc, 

'H-NMR (300MHz, CDC1 3 ) 6 0.90 (d, 6H), 1.80-2.00 (m, 4H), 2.15 (sep., 1H), 
2.68 (t, 4H). 3.47 (t, 4H), 3.71-3.77 (m, 6H), 6.31 (brs, 1H). 7.02 (dd, 1H), 
7. 15 (d, 1H), 7.43 (d, 1H) 
FAB-MS (m/e) 355 (M) + 

14 0: 8-7 <D&1& 

>*m\<\ msmmmi 3 btmmz^^o 

'H-NMR (300MHz, CDC1 3 ) (5 0. 25-0.35 (m. 2H), 0.45-0.55 (m, 2H), 1.10-1.25 (m. 
1H), 1.80-2.00 (m, 4H), 2.60-2.75 (m. 4H), 3.48 (t, 4H), 3.74 (t, 4H), 3.89 
(d. 2H), 6.30 (brs. 1H). 7.03 (dd. 1H). 7.20 (d. 1H). 7.43 (d. 1H) 
FAB-MS (m/e) 353 (M) + 
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1mm 14 1: ikGVa 8-8 0)£j& 

jv&m** mt%mmi 3 5 tmmiz&i&Ltzo 

'H-NMR (300MHz, CDC1 3 ) 5 1.80-2.00 (m, 4H), 2.60-2.80 (m, 4H), 3.28 (s, 3H), 
3.48 (t, 4H), 3.60 (t, 2H), 3.74 (t, 4H), 4.16 (t, 2H), 6.35 (br, lfl), 7.03 
(dd. 1H), 7. 18 (d, 1H), 7.43 (d, 1H) 
FAB-MS We) 357 (M) + 

MMM 14 2: it$m 8-9 <D&J& 

mtmmm 1 3 5 tmmz&&\stio 

'H-NMR (300MHz, CDC1 3 ) 5 1.80-2.00 (m, 4H), 2.60-2.80 (m, 4H), 3.50 (t, 4H), 
3.77 (t, 4H). 3.91 (t, 2H), 4.19 (t. 2H), 6.42 (brs, 1H), 7.05 (dd, 1H), 7.14 
(d, 1H), 7.48 (d, 1H) 
FAB-MS We) 343 (M) + 

MUM 14 3: 8-10 (DSfc 

*m\<\ mzmmmi 1,13 7 izLtctf^Tmmz&f&Lfco 

'H-NMR (300MHz. CDC1 3 ) 5 1.75-2.10 (m. 4H), 2.55-2.80 (m, 4H), 3.48 (t, 4H), 
3.76 (t, 4H), 4.87 (s, 2H), 6.34 (brs, 1H), 7.10 (dd, 1H), 7.19 (d, 1H), 7.53 
(d. 1H) 

FAB-MS We) 338 (MT 

%mm 14 4: {t£M 8-11 £>£j& 
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□ *;W^!/-;K503 jig)lw5iL©^*Klt*iDA, 3 0#ffi£#Lfc&, MJ 7 

& : i7nn*M/^^y-JN9 6/4) TfiMBU 97mgtf>tt£$)8 - 1 1 £ 

'H-NMR (300MHz, CDCI3) a 1. 80-2. 00 (m, 4H), 2.62 (t. 2H). 2.65 (s, 3H), 2.97 

(t, 2H), 3.50 (t, 4H), 3.75 (t, 4H), 6.45 (brs, 1H). 7.05 (dd, 1H), 7.58 (d, 
1H), 7.95 (d, 1H) 
FAB-MS We) 342 (M+H)< 

145: \\^m 9 - 1 

61, 8 3 31 (1 9 2 4) (D^mzmCT Z-*?Jl>-b--hU-l 2, 3,4-fh7t 

T V^a 1^-3- ^Wt^-- h o-l. 2, 3, 4-r h 5 1 HD^^A7-^t^ 

Iftb&ft, SfeKWl 3 7 tmm\zVXit^9 - 1 ££fi£L*io 

'H-NMR (300MHz, CDC1 3 ) 6 1.10 (d, 3H), 1.54 (d, 3H), 1.56 (d, 3H). 1.50-1.70 

fan, 1H), 1.80-2.00 (m, 2H). 2.20-2.30 fan, 1H), 2.70-2.90 (m, 3H), 3.47 (t, 

4H), 3.74 (t, 4H). 4.55 (sep. , 1H) 6.31 (br, 1H), 6.99 (dd. 1H), 7.32 (d, 

1H). 7.40 (d, 1H) 

FAB-MS We) 355 (MT 

nmm 1 4 6 : \t&® 9-2 

4-* V*z/z/9W\ttS >£ffi»IMtK:«V*, 1 4 5 £fla«fcL 

'H-NMR (300MHz, CDC1 3 ) 6 1.54 (d. 3H). 1.56 (d, 3H). 1.90-2.05 fan. 1H). 
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2.10-2.30 (i, 1H), 2.64 (dd, 1H), 2.80 (ddd, 1H), 2.86 (ddd, 1H), 3.08 (dd, 
1H), 3.44 (s, 3H), 3.50 (t, 4H), 3.68-3.80 (i, 1H), 3.75 (t, 4H), 4.55 (sep. , 
1H) 6.31 (br, 1H), 6.99 (dd, 1H), 7.32 (d, 1H). 7.44 (d, 1H) 
FAB-MS (m/e) 371 (M) + 

14 7: \t^m 10-1 <n$f& 

31 (1 9 24) (0^tc2pCT2-^ho-^itk H □ is 9 ul>y [b] -f > H 

'H-NMR (300MHz, CDC1 3 ) 5 1.49 (d. 6H), 1.60-1.80 (m, 6H), 2.49-2.60 (m, 2H). 

2.78 (t, 2H), 2.97 (t. 2H), 3.03 (s, 3H), 3.45 (t, 2H), 3.74 (t, 2H). 4.61 

(sep. 1H), 6.51 (br. 1H), 7.05 (dd. 1H), 7.22 (d. 1H). 7.47 (d. 1H) 
FAB-MS (m/e) 344 (M+H) + 

mmm 1 4 8 : it^m 10-2 <d&& 




31 (1 9 2 4) <D-ftmz3£VXl--yu-'\*^\L KDy^OWM'f>K 
0 O tmmzLTitSW 10-2 ££fifcbfco 

•H-NMR (300MHz. CDC1 3 ) 6 1.47 (d. 6H). 2.50 (m. 2H). 2.76 (t. 2H). 2.94 (t. 
2H). 3.00 (s. 3H). 3.18 (t. 2H). 3.87 (t. 2H). 4.59 (sep. 1H). 7.03 (dd. 1H). 
7.19 (d, 1H), 7.19-7.28 On, 2H). 7.47 (d. 1H). 7.69 (ddd. 1H). 8.61 (ddd. 
1H) 

FAB-MS (m/e) 377 (M+H) + 

nmm 149: its® 10-3 <d£& 
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3JC (l 9 2 4) ©#&£^i;T2--ha-A*+rt: H u=s>? u*t>y [b] -f > H 
-;HfcW«U tt^T, f*i»J7 0, ^WJ7 1, 2, &£U^i»Jl 

0 1 t®m\zLT<k&Wl 0-3££j£Lfc o 

'H-NMR (300MHz. CDC1 3 ) 5 1.47 (d, 6H), 2.51 (m, 2H), 2.76 (t, 2H). 2.90-2.97 
(m, 7H). 2.97 (s. 3H), 3.65 (t, 2H), 4.59 (sep. 1H), 6.16 (br. 1H), 6.96 (dd, 
1H), 7.18-7.22 On, 3H), 7.42 (d, 1H), 8.53 (m. 1H) 
FAB-MS We) 377 (M+HT 

mifeM 15 0: \t&m 10-4 (DGtiL 




3H (1 9 2 4) 0^{c2pCT2--l-a-^+M: Ko^nW [bW>F 
-JPfcHKU IIHT, ^SSM7 0, H«J7 1, ^»J7 2, 1 
3 7«h^(CbT^#ll 0-4££fifcbfc. 

•H-NMR (300MHz, CDC1 3 ) 6 1.50 (d, 6H) , 2.53 (m. 2H). 2.68 (t. 2H). 2.98 (t, 
2H), 3.52 (t, 4H), 3.78 (t, 4H). 4.65 (sep. 1H) , 6.37 (br, 1H). 7.02 (dd, 
1H), 7.24 (d, 1H), 7.45 (d. 1H) 
FAB-MS We) 327 (MT 

mmm 1 5 1 : its® 11-1 

31 (1 9 2 4) <&#&£^UT2-~ha-'vHf-t: Hoy^D^[b]-f>F 

-^nassu ^e^t, memo, ^jfiM7i. ^»J7 2, &£zfmmms 

8 £W*fcLTlTrfrtfel 1 ~ 1 

'H-NMR (300MHz, CDC1 3 ) 6 1.50-2.00 (m+d, 16H), 2.60-2.70 (m, 2H), 2.85-3.00 
(m, 2H). 3.02 (s, 3H), 3.42 (t, 2H). 3.72 (t, 2H). 4.68 (sep.. 1H). 6.47 (br, 
IB), 6.99 (dd, 1H), 7.29 (d. 1H). 7.48 (d. 1H) 
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FAB-MS We) 371 (M) + 

nmm 152: its® 11-2 
^^n^+u-y >j&>55>+— ^ju • #7- ^rs.tDV • vim 7f^-^ 8 3 

31 (1 9 2 4 )" ©Jftl^CT 2-- h □-A^lf t F □ y ^ □ [b] > K 

-)v&mmis. m^x. wi7o, mmm7 1, mmm 2, &&ztmmwi 

0 otmmizLxit^i i-2^figtfc. 

'H-NMR (300MHz, CDC1 3 ) 6 1.57 (d, 6H) , 1.60-1.80 (m, 6H). 2.75-2.79 (m, 2H). 

2.86- 2.90 (m. 2H). 2.97 (s. 3H), 3.14 (t, 2H), 3.85 (t, 2H), 4.68 (sep. 1H), 
7.01 (dd, 1H). 7.17 (dd, 1H), 7.18 (d, 2H), 7.29 (d, 1H). 7.51 (d, 1H), 7.62 
(ddd, 1H), 7.79 (br, 1H). 8.63 (ddd, 1H) 

FAB-MS We) 404 (M) + 

mmm 153: its® 11-3 (d&j& 

31 (1 9 2 4) (D^mizmVXl-^ho-^D-^VUzy^u^-fy [bW > K 

0 1 tnmz\sXitG®i \-z*&f&\stz. 0 

'H-NMR (300MHz, CDC1 3 ) 6 1.57 (d, 3H), 1.60-2.00 (m, 6H), 2.75-2.79 (m, 2H), 

2.87- 2.95 (m. 4H), 2.97 (s, 3H), 3.65 (t, 2H), 4.69 (sep, 1H), 6.17 (brs. 
1H), 6.94 (dd. 1H), 7.19 (dd, 2H), 7.30 (d, 1H). 7.44 (d, 1H), 8.53 (dd, 2H) 
FAB-MS We) 404 (M)* 

mmm 154: 11-4 <d&j& 

31 (1 9 2 4) (DJimzmCX 2--hD-/\^rtht: FDy^ [b] -f > H 

-ivzmmL, m^x. mmm7o, nm&n 1, mmm7 2, &£zsmmmi 
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3 7 tmmizvxitsmi \-4*s$.htz. 

•H-NMR (300MHz. CDC1 3 ) 6 1.60 (d, 6H), 1.70-1.95 (m, 6H), 2.76-2.84 (m, 2H), 
2. 88-2. 96 On, 2H) , 3. 50 (t, 4H) , 3. 76 (t, 4H) , 4. 74 (sep. 1H) , 6. 33 (br, 1H) . 
6.98 (dd, 1H), 7.34 (d, 1H), 7.47 (d. 1H) 
FAB-MS (m/e) 355 (M) + 

%mm 155: its® 5 - 1 8 ommkomk 

nm&\ 1 0 0 o^mm^nrzits® 5 - 1 8 zmm^Mzmmv. w mm 
i;**v>®wi*ffiTLTnzfttzfcmzx.-T)i-z^\ ^n^mts®^ - 

1 8 0i&Mi&*ntZo its® 5-20, its® 5-21, its® 10-2, its 

10-3, its® 1 1-2, its® 1 i-3(Dim&bmm<Djjm\z£QmmL 

tZo 

nnm 1 5 6 : its® 12-1 

3-7JWo-^>ytK7y> (3.3 g) £~s2w\3r*)r; y (2.2 g) £x 

(30mi) mffi.T2m?mmw?%o Kmm^mmvxn^ntzm 

Sfc^^+Ti^llU 7 -7)],*U-jj)WV/-)V (1. 81 g, 48S) Zmtco 
$t\Z, «M (20ml) ^O^T^U 7-7;U*n-#;W\V-;i/ (2. lg) 
£5B®tf-HJ£A (900 mg) £Jn*. 1 0#Pd1£i#T3e R^^7^Xli:aA 
U ^-TS^^D, 7 -7)V-*u-§--Vu-ji)V>VJ-)V (1. lg, 42%) 

*mtZo %t>fttz7 -7Mn-6--Hn #;UAV-;i/ (500 mg) t KOH 

(200 mg) £7-feb-KU;i^*£*3li#U 2 - 3^ h-^n/O (500 

mg) £r&ru smmmwvtz. KfomzjkzmTL. mm^)vxmm,vrc 0 m 
tmis u 7 - 7)i* u - 1 - v y □ trji^- 6 - - h □ - % )vn^j-)v (254 mg, 

43*) &mzo %%ntz7 -7)V*u- 1 yyotf;!/- 6 - zhn-^ji/AV 
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-)l> (500 mg) tfe (400 mg) £1:1 i-PrOH »*Ufc*«&«#L 
enfcgS l:^7A^07h^77^- (&# : v U *y;K MBB&ft : 

^x^;i/:A^it» t*»£iu 6-75y-7-7ju^o- 1 — rvyntr 

JI/-;fr;W\V-;P (290 mg, 653!) #&nfc75/# (500 mg) Bod 

(10 ml) KlJgjfcU S«D^l:^nofi7i^ (190 mg) ?:iTl, 2 

U*y*;K Sn^tK : RSx^jl/ : ^\^» T?flt»U 7x-;P7^> (263 
mg, 6 \%) 

f#e>tlfc7x-;^U^> (900 mg) <h (4-tf'JvV) X^JU7^> (400 mg) 
£7-fehxMJ;P (15 ml) fc&a>U 2NFffl58«iELfc. M+£jSi&KzK£»Dx. 

fc^^7^n7h^77^- : -> u mmmm : tox^;v : 

A*tJ-» TfcJSU ft^l2-l (814 mg, 81X) £t#fc„ 

'H-NMR (300MHz, CDC1 3 ) 5 1.53-1. 57 On, 6H), 1.77-1.93 (m, 4H), 2.68-2. 73 (m, 

4H), 2.97 (t, 2H). 3.01 (s. 3H). 3.68 (t. 2H). 4.50 (Sept, 1H). 6.39 (d, 1H). 

7.15 (d. 1H). 7.22 (d, 2H), 7.98 (d, 1H), 8.55 (d, 2H) 

FAB-MS We) 409 (M+H)* 

mmw 157: \t^m 12-2 0^ 

HiS^J7 0^7t-7-^' trS%)V- 7^7f^-^ 8 3 3H (1 

9 2 4) <DjjmzmVT2-7)V*u-4-=- hD7i-jH: K^v ? >^ffl^T 

n— rv7oe;v-6--hD-8-7;i/^-a - 1, 

2, 3, 4-fh7k KD*J^ 4 /-;P^L, &teH»J7 1, H»J 7 2, 

'H-NMR (300MHz. CDC1 3 ) 6 1.50 (d, 6H). 1.75-1.95 On, 4H). 2.68-2.73 On, 4H), 
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2.93 (t, 2H), 2.97 (s, 3H), 3.65 (t, 2H), 4.65 (Sept, 1H) , 6.17 (br. 1H), 
6.87 (dd, 1H), 7.10 (d, 1H), 7.20 (d, 2H), 8.54 (d, 2H) 
FAB-MS (m/e) 408 M + 

MffiMl 5 8 : it&Wl 2-3 

mtmmmi o 2<o^tmm\zLxit^i 2-3*&j$.Ltz 0 

'H-NMR (300MHz, CDC1 3 ) 5 1.59 (d, 6H), 1.80-2.00 (m, 4H), 2.68-2.73 (m, 4H), 

3.09 (t, 2H). 3.15 (s. 3H). 4.16 (t, 2H), 4.65 (Sept, 1H), 6.86 (dd, 1H), 

7.19 (s, 1H), 7.25 (d. 2H), 7.29 (d, 1H), 7.38 (d, 2H) , 8.54 (d, 2H) 
FAB-MS (m/e) 406 M + 

ummi : Y5 ^w^mmuM 

h h Y5 %®Wmfc^<DWW&, ^<D cDNA M3?iJ i*^?*- (Nature) , 382 

168 h (1996 ] zmz. vamz^vrnteJ-mftzm^L, ^^^^-pcdna3 

\zm.fr&$SZ\Hz£ Qft-Dtzo ABI PRISM Dye Terminatior Kit (Perkin elmer 

#.m *m^Tnt>ntz.\i h Y5«e^o>—^x>x^*TL, iel^sb^jts 

•otzo rt^z-UV^ )V7,mi%k*rv h (Life Technokogies tt) £ffll>T, t h Y5 
Afc^^tm&A^^XfcMLHigh Five &&MMlzm%k2l£Z>z:tiz£ 
O, t h Y5g^ft£**KfgSl£i2-£o 

t h Y5 ^^ii$tfcI$»J:DiIlfcIiS$. (10 At 

M)&tf 3 H-NPY (Amersham Pharmacia Biotech tthlz. Jvt^mW®. (1 
mM^b^^v^A, 0. 25mg/ml A*yh7-/X 10/ig/ml n-f ^7^>, Ug/ml 
x^?^h>B, l!«^MlfilffT>'l/y5>^^ 50 mM HEPES^®^, pH 7. 4) 

2 ra-r>^^^-hUfcc MfC^€rbfc^«ttO[iliR«, 96 ft 
rL-7^;^-^ffl^ji*TfTofc. h h Y5 %®ft^<D&mm£lZ. zi-)l 
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&mm2 : npy ted; DSffssn*«*fT»K:«-ra»*sittift 

UttddYV^T, (5 9*, 25-35g) Sti»TT§)|l, H»» (2.5mm) £18 
V*TfflW£ (bregma £ 0 1.0mm) £ — — n y^ 1 H Y (human/rat 
NPY,300pmol/mouse)^S#Ufcc tt»fc£*m*S*K*tf NPY 1 

^-ttddYT^T. (5 9*. 25-35g) €*»ttB0E z F«kD»AS^ 24 I9M& 

Uteob/obv^x (89*, 41g-53g) lz.m&fr\z.mmv1ttitik<£&®&mB 
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2®, 2inipg4tstiejtifc. *mw<Dik$m\z, m^Ko^m 
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if # (d is a 

1. TIB©HK5£(I) : 



R 21 




(5£*> A«5~7fi©&fc*£Sig (3B±K:tt*g&S, M7;i/+;l/S, i£»7 
Lit -NR 3 -C(K -CO-NRK -NR 3 -CS-> -CS-NR 3 -> -NR 3 -S0 2 -, &tf-S0 2 -NR 3 - (5£*, 

M\ti%m%. 2 ~io m<D7)v* i/>mmm m7)v*u>mmm\z i 2 <ra±. 

3-8 a©->* n7;w*^>£T«&$nTv>Tfc£ < , ttfi»r;Wr 
;usx«{£M7>';i/*-efi^$nTViT ! fecfc<, R^n7;^i/>snixu 

2TO±©fimS£ : tLT^T*>ck^] fc£LL#M*R 3 -CO-£^-fJ!§£- 
X&-S-, -0-, -NR 4 -, -NR 5 -C(K -NR 5 -CS-> &tf-NR 5 -S0 2 - (55*, RM***^, 

R'fcMc&HC^ i!7Jl/+^i, Xttftl^7yM^l, M7JV+ 
^SX«^^7i>^SttlX«2{lJ^±Ofi^S^WtT^T : b«l:<, R 4 «M 
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Xte±fB-NR 5 -C(K -NR 5 -CS-> &tf-NR 5 -S0 2 - R 5 WLhCfcHilT**) ^ 

Y«ft*S l~20ffl©7;U*;WS (»7;WU£fcm«i5£^WTt>«fc^K 
ft**6~12ffl©7D-;!/*,75 /akft**l~8ffl®*>' 7;M^75 /S, 

ft** 2~i6 ®<Di?7)i*)V7* ym. ft** 4-8 morif u7)v*)vm. 
*x*u;pS, ft** l-si^^yyw^^uM, ft**2~i6<a©-;? 

T^Tfc«fc<> R 5 ilS£LTSl*#&LT*>J:V>) £^*r#, X#JMS£&^T 

jme-&&s-r«£K:«, R 4 WY«svi(^^LT^ne>^^-r^^^^<i: 

£<bK:ai*HM£bTt>«k< (tt»ttR 4 R^Y*J«^T*a[*eTOnK: 1X«2 
ffl«±0^x PS^*i8*^K^^ bTffA> WC «fc < , H±{C 1 Xtt 2 <TO 

R'««7;l/+;PS> &Mk7)Vr=.)\,&. ffi«7»*-;H^ Rl^iSJyM 

#&ft*»#satfn3iisui (±e®Stt3is«i6£^Tvvrt>«k<, ixu 
r 21 , r 22 , xtf r 23 tt-tn-^naistR:**^, fi»7;w+;ws, <s»7 

2. A#5~7A©ftfc**Slg (5t±fctezKK£, ®»7;w+;i/S, ®«R7->;w 
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Lfr\ -NR 3 -C0-, -C0-NR 3 -> -NR 3 -CS-, -CS-NR 3 -. -NR 3 -S0 r , &tf-S0 r NR 3 - 

Mj&*&*#2M0ffl©7»*^>»»£ [K7;^V>»JS*ttlXJ42ffla± 
0e&S£*rbWt*>i:<> K7;W*l'>a^S0&*«l*«rtT*&*iB : ?' 

3-8 *0->* D7;U*l'>*T«&£nTV>T i fe ( J:< , ^^imiiS^JMr 

X^-S-, -0-, -NR 4 -> -NR 5 -C0-, -NR 5 -CS-, &tf-NR 5 -S0 2 - (5£*> R 4 RtfR 5 tt^ 
^;i/SXttK«»7^;WSttlXtt2ffl£il±©«SISS:WbTViTt)«t<, R 4 te 
tkT^\ A**^>-tf>Si£jKl"*£fctt» Xte±f2-NR 5 -C(K -NR 5 -CS-, Rtf 

-nr 5 -so 2 - R 5 t4±E<ti^«T**^) e>stfn**i6a£*i> ; 

Y^5H» l~12«07;i/+JPS. EHS»6~12ffi©7'J-;i'£, 75 /I, 

1-8^/7^75/1, ^3S»2-16ffl©^7;^;P75yS, 0? 
*»4-8ffl©71f'>^07;^;P*, ^T.tf'JJl'S, 1~81@© ; B7 7;1/ 

R'^{£iS7;i/+^S, fi»7;P^r-^*, {Si^i^^S, Rtf<£&7->;l/g 

*»eft«**^atfn*«*» (±is©»ttiii«jS*^T^Tt>ck<, lxii 
r 2, > r 22 , &r>* R 23 tf^nznniLizTkmmT. e^^^s, {£$7 
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3. A*«TlB0SC(IaK (lb), Xtt(Ic) : 



(±E<3!)IRtt*lfta6, fii7J^JH. IITyJH, M7J^^yS, Rtf 

a oy^scw satfn* i x;i2M±ogii?:fi/Tt)j;<, 
wmm*GLxb£<. mmkTfr*)^ m7y^i, x\m&xk7)vu 

5 . L#-NR 3 -C0-T& 0 > X^-NR 5 -CO-X«-NR 5 -S0 2 -T'^^.»*<D«Sffl^ 1 Jgfr 

6 . L#-C0-NR 3 -T& 0 , X^-NR 5 -CO-X«-NR 5 -S0 2 --efe^lf ^©I5H^ 1 E# 
7. TI2©-«^{ni) : 
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TV>T t> J: < > I£&$mWVS;^f£<£$7;io*->gte 1 Xte 2 jH£Lh<2g 

r im km^lt& 1 ~20 pot;wws (Wt.7)V*)iM\$mffiT&&^A J x^xh& 
r°\ R 105 , r 108 «^n^n^^ic7j<^^, <sirt^^;1'S> m 

8. A"#TfB©-$5UIa) , (lb), Xtt(Ic) : 
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a a a 

(la) (lb) (Ic) 

2fl£H±0«Jft**WbTViT fe «k CD ggfflU 7 ^Xte^ 8 ^fCfE 

10. R ,M tfgSSSC^ WitSf^f»fj:5i^^I«n?>ATn 
IK^S: 1 Xtt 2 <0^±WT3«&S£ 1 X« 2 fiEUWT* t^*;^*? 

kh*o + y7J^M+'>I, 7^3^y7MM^yS, t/7 
/WV75/*> y7MJP75;l, ®m7)V*)VX)V*-)l'7S J 7 

u;us, hU7 % /u;vs> -fs^/u^s. trusts* ^e^u-^s, ^ 
*u/g, ^t;nfcu/s. tf^^v/s, tr^7^-;w*. e^'jyys, 

5t#TE©5S;(XXII) : 
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C5£*. Xtt-CH 2 -, -0-, -S-, -NIK Xte-NR 108 - R 108 \tU1R7)V^)Vm. 

u&m7)\<*)i?*^ x\mi&m7)v^M)vt^)im\tmmm^ 

b ; 

m « o~4 ©se»£*u R ,07 ^micfi#ffi-r^>«^^« R ,07 te^n^nffi&T& 

1 3. xj&j-ch,- -<k x\z-s-T&z>m*<D®mm 12 Efc««©<t^»xtt«* 

1 4 . w^oiSHm 1 ^ 13 «© wrn^ 1 ^tcffi«©<fc:^«iR^a^w 

1 6. SKmw^tei&^/xtti&fKofcjexofflt^oteHm i4 3i£ie«©E£. 

17. j!5Dl/7>xn-;Hfii^> XKMftM«fc£©^l»;fttf/:*«?&* 

©fc&©§if*©®Bifi 14 ££iE«©BE3g. 

1 8 . nm^-f^ k Yse# u #> kt&si&jroibhss 1 e>as 13 £©nr 
na> 1 ££E«©fc£#»:*tt£g¥WKtT^sn**©*fi. 
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1 9 . IS*©«H 14 £8§ 16 £fciB«©EH<&Kigfc«>©l&#©ttB8§ 1 ^ 

2 o. MiAowis^ftTft^T, m&ommmimfrzm \zm\zmm<D<t&w%. 

2 1. NPY T&SM^-r-S^ao^S&^/Xtt^K^jS-C^^T, lit*<Z>$5B£S 1 
2 2. TSE©HK5£(IV) : 



L ' tt, -NR 63 -C0-> -C0-NR 63 -, -NR 63 -CS-, -CS-NR 63 -, -NR 63 -S0 r , &tf-SO r NR 63 - 

q«7;i^;i^ 7)Mr-)V&* 7;u^^;us, 7;w^;w7;w^-;H> 

7;i/^;US, 7)V*)li'tm7)l*r)V7)l'*)\>'^ 7'J-^S, Afoll, 7 



R 



.51 




(IV) 
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^=^Jk>^7MJH. i/9n7)l*)V7)V*)l&* RZt7)V*)V74f s s*u 

7)i,*)vmfr*>tz2>m^m\$nz>m&m mwmmz 1 x\t 2 m&±<Dmmm 
M7;m*->«> ;\uv>&?* 7$ ^/fiST^JVTs; 

X, yfii7iVW$yi, fi»7^7 5yi, &tf7 5 h'SA^&SiW* 
SS^naiBlftS (iIISBlXS2M±0liS5;tlT^TfcJ;^) £ 

2 3. L '^-C0NR 63 -T$>-5M^©^H^22^lCia«c©-^(IV)TS^$n^ 

2 4 . if ^.ommw, 22 sxtt^ 23 mznmv>-w& uv) "e^sns^HR 

2 5 . ff2fc©$BBfg 22 IXIli 23 (IV) ^fo$n5ft^S 

2 6 . If #©tSB!l 22 #X«SS 23 £KIB*©-85£ (IV) T^b^tlSft^M 

X«ibM'fb^© : fKR^/'Xtt^^©fcJ6©IS^o 
2 7. «^©®H 24 JS^£>fg 26 ^lCiH«©B3lS©Sli6&©©»3fc©fBfflSI 22 
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28. tt4©ii*ftT»oT, m#<Dm®% 22 mx\tm2z&\ztm<D-i8L& 
(iv) T^fcsnsft^x^s^wcfiFSsn*-?-©^ Mi:^n6©*» 

2 9. NPY^H-^-rs^ao^SR^/Xtt^B&^ST&oT* If ^OSS^fl 22 
^Xtefg 23 «ft:ia*o-««(IV)T*t)*n*^*R^a*ttfc:flF«Sti 
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